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(i) 




Co 



-CO-R 4 . 
-C0-0-R 4 , 
-CO-NH-R 4 , 
-CO-CH2 -N (R a ) R b . 

- (C H 2 ) m -CO-R 5 . 

- (C H 2 ) m -R 5 , 
-CO-NH-CO-N (R a ) R b > 
-CO-NH-SO2 -N (R a ) R b , 
-CO-NH-CO- (C H 2 ) P -N (R a ) R b , 
-CO-NH2 > 

R 4 5i, tlTi^^S, y^n7;i/^;H, ^m*^ a X *) iiiRS *i**-C 1 3 

R 5 f±, 3jc&3£, -OR 4 £;f1"&^ X«-N (R a ) R b ^^i-^^^^b, 
R a X^R b i±> -etL-PtL^ |W(— ^L< f±#|&o-C\ tKW.^-X^R 4 

Bt±. Ci -C4 y^i'^Xii c 2 - c 4 r;v^- v>^£^u 

Efi. Ci -C 4 7JV^rl^>lXliC2 -C 4 T;Vv"- V L, 

^uyy^, i&mr^^^^ tKndryfft7JV^;H, ^o^; 

[f»*^ 2 ] 
[f**^ 3 ] 

r 1 ^ 7x-^ Xf±TO»^« £ <9®^$tL^^-ei^M3«m$tL^7^-;v-^ 
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Iff** 4] 

P± «5a^$tL4*-Cl^M3flailife5*Lfc7i-^t?afea, ft**l KfBlftSftfc'ffc'fr 
*Xfi*©3*?l±tt#3ft*:!fco 

[ft** 5 ] 
[»#* 6 ] 

R 2 ^\ iHi «J;t)M$ ft& 1 3 jigm $ ft*: T 'J - * , W ** 

kmt o 

[fit** 8 ] 

[» #* 9 1 

m i f 3ts 6 ^ <b as** $ ft s -r ft # i * k is* $ ft ^ <r b#wx »± * <d mm± vtm- £ ft % m. 



umm i o ] 

Atf*\ *^i/i'&XiZ*n'#-n'&-c$>&, W**2;ftMW**9^kS^£ft&v>-f*i 

i «Ksam$ft^'fb^xf±^^ais±i^#$ft*^o 

[WMl l] 

*^#-^att?**, w**2»MB»*S9*»e»a^$ft*v>-rft5M*^iB*§ 

ftfcffr&if&XM: foll±fr# $ ft & it 0 
[fjf ** l 2 ] 

f^lliCi -C 4 7**l/Vi1?t4, !»** 2 ^Mli ** 1 l^M^£ft 

a v^-r ftj&» i * tciam $ oii±if$$ *i4«, 

[If** 1 3 ] 

^wxti-e-omaiji^sft^JttLo 

[ft ** 1 4 ] 

m*^Xf4^V W** 2 1 3 ft* v>-rftj&» 

1 3i^iattsftfe'fk#wxti-?-oiia±K s #$ft*a[o 

5] 

Ert*, Ci - C 4 7;V*V iM2^1f|fil 4 ^ii^ft&^-f ft^ 

1 * |B« £ ft -f b#»X 14 * <^ 5gH± $ ft & to 
[ft** 1 6 ] 

1 *t'lfi«$ft^'ft^X{4^^^a±K : #$ft^mo 
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immM 1 7 ] 

[fit 1 8 ] 

n ^\ 2 £ , If 2 75Sf»*Tl 16*?) £ *i* V^-f^ 1 a tfB* £ t^c-fb^ 
® X ti * <£> iHh^ £ *l S fflo 

1 9 ] 

[fflfjjfcg 2 0 ] 

Ht**! 1 7bmmmM 1 8 ^fcjU^Sft&v^ft^ l ^\z%^m^titzik&mXte J t<Dmm±. 
It#2*l&mfc«Jj£:frt LT^§-r£, NKi , N K 2 SrF/XttNKs 

[fjl^jl 21] 
[If 2 2 ] 

/x nw<.&m * m% l < f ± v&*i- %>tz#><D mmm.m% a 

2 3 1 

i Tbmm^m 1 8 ^^s^^tL^^-rtt^ 1 m^m^titi^mx^ j t<Dmm± 

[fi« 2 4 ] 

!st*i;g i jbmm^m 1 8 frbmiRzti&^-f i mKmMztiwt&%xi* j t<Dmm± 
m&Tg. 2 5 ] 
im^m 2 6 ] 
nmrn 2 7 ] 

NKi , N K 2 RZf/XltNKs f b < i±TO« fz*b<Dm 

m^m. 2 8 1 
immM 2 9 ] 

[ff^jj 3 o ] 
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[BfcfcE 3 2 ] 

3 3 ] 

^nmmn^m 1 i 8 frhmmztL&^-rti** 1 ^^iB«$tLfcfb^3i{±^ 

oaiSgJi^^fLSttSrHtattWtft^-l-SifcfcJ: I), NKi > NK2 WXI4NK 
3 S##**^-r«!fem*^IW^L < 
[Iff JfcS 3 4 ] 

3 5 ] 

t^jfoits 1 1 8 ji»e>)iKstL4 v^-rtt^ 1 ^ k is« £ n. & ih^-^x \t 

[Iff 3 6 ] 

t»ion*]S 1 ^jmw*^ 1 8 j&»S)S#»£*l.&v>i* tL;&» 1 Ji^iam^tL^fh^xfi-e 

[fff^Jf 3 7 ] 

[nr&s 3 8 ] 

^ If ^3 5KiifI3 6 i=ia*$*Lfe^ 0 
[»*^ 3 9 ] 
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[0 0 0 1 ] 

*3kWl±, ?**->%:mW (NKi , N K 2 OTK 3 ) SJtffiffMfl 
[0 0 0 2 ] 

fctt, NKi N K 2 fW^NKs fSfCTLt»M^^ 

[0 0 0 3 ] 

n&»9> iiskie&s (fj^-r^-feS; (i) ^istt^R 3 ^sis-ras) 

*H#ftffl6 5 1 1 9 7 5-^*ffl# 

mmtm®: lx^ t-tz mm] 

[0 0 0 4] 

NKi . N K 2 MNK 3 S^^-r^T^i-^Jg^ffl^^-L, ^W^^^^f 
[0 0 0 5] 

^fr^wmo^m ; A I d s njs&t&M, T)vy^4^~m<D%£f--\±m$k, r%<v 

s^-?-m, r^y-mm, m>m&m&, mmmmmmit^ mmmmm 
mM» mz^wR^mm ; &m&±mmm (ibd) , tm, m^mm^ itmnm, 

T^x-frmf&z^ttmm ; * h ^cu«i ; w • ^&®m*<ktsu.mms. 
tmmv* yuyj - •, ; ^w-o^^fr^ l < fcv^^KJs&a^*^ 

m*tRwt*mmm. mm. mm, ml wmm&. -mm. wmmm, imimst, 

$tL^Rgn±^#tpiiEP±;M^ &£tt*^tr]£||fciftig&A ; m&m. ffgii^ 

[IfJI £ £ 7t & <D^&\ 
[0 0 0 6] 

( 1 ) -»s*; ( I ) 
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[0 0 0 7] 




(I) 



[0 0 0 8] 

R 3 i±, KTW^fW^S^^L ; 
-CO-R 4 , 
-CO-O-R 4 , 
-C O-NH-R 4 , 
-CO-CH2 -N (R a ) R b , 

- (C H 2 ) m -CO-R 5 , 

- (C H 2 ) m -R 5 , 
-CO-NH-CO-N (R a ) R b , 
-CO-NH-SO2-N (R a ) R b , 
-CO-NH-CO- (C H 2 ) p-N (R a ) R b , 
-C O-NH2 . 

R 4 ii> ft,f7iV^r^S, ->.^n7;^;H, g#l»i£ « i «3 3t^£*i£3£-c l 3 

R 5 7km&, -OR 4 *miT2>&, Xti-N (R a ) R b fc^l-S&Sr^U 

R a &^R b it, ^rfirtL, |WI-^L< lim%-oX, TkMT-Xfi R 4 s&v> 

BJi, Ci -C4 7;Hl/^II(iC 2 -C4 T^-W^S^U 

EW\ Ci -C 4 T^^rV>*X{iC 2 -C 4 T;v^-~ i>>^£^U 
nti, 17!;M3 <£>»:£^U 

fif^Sifaii> Aoyvff, ifrffl-T^*^^ t Kn ^f^flfeRT^*^^ ^nfy 

(3) R 1 ^. Xi*&»fU i OSKRSfL**-? lM3ilI?W;7 
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(4) R : #\ ; Xfi^n$v®jRT/i'*/i'ak, ftT^n^^SJt^tS 

(5) R 1 #\ ^ n f&t 7 ;v^r ;viS WS7 iV ^ y t 4 ^. t i VMiR^ti 
&mx- 1 7bm 3 ilH^ft/; 7 x.-^Xlb&ik'km, 

(6) R 1 ^ 3, 5 -ex (h'J7^tn^f;V) 7x^;^!i3, 4, 5 - 1> V * 
b v 7 i ~;V7r & & it^m, 

(7) r 2 ^\ i *)m$izti2>mx"i7sm3mwm-ztitzTv-)i'&-e$>& 

(8) R 2 ^\ lXtt2i(7)^nr>'JIi : -t^$^7x^;vS-e^4ft^ti, 

(9) R 2 3, 4-y7^tn7x-jH(i:3, 4-^nn7x-;ve^Sjt^ 

(10) ^ ^V^^Xti^^^-^^-e^^^t/. 

(11) *jKf-;vST"*^ jfc^tk 

(12) B**. ^.fe^XtiCi -C 4 r^^l/>St*J{fc^ 

(13) i^^&Mb^tk 

(14) iil^Xli * f- V £ -ffcl=r%, 

(15) E#\ Ci - C4 7;^V>it*)^M, 

(16) E# s \ xf ^>X(if'J^f 

(17) n* 1 , lXli2t^^M», ZtrJf 

(18) 2 XJb&ik'&m, 

v m± (75 it # $ z> m-e & & 0 

:£3PJ3{±, EK, ±IB (1) (1 8) 5^?>jt3R£tL&v>-f*i:^l ^|5m$tL^^ 
fX{i-e-co*S±^$^^m^*M^fc LTMt^glW NKi . N 

m-?z>tztb<Dwmm.jm}) twu ±ib d) t^m (is) a>£>g^£*Lsv>i**L 
^i \z%m.^f^tzit^mx^(omm±.n^M^^Wu^-h Lt^tts, «2f 

^l&^tix IIM (#K> NKi , N K 2 RXf/XttNKs 

tzib<D^ ±m (i) 7bm (i 8) frbm^zti&^irtifriKmmztitzfo&mxte^v 

^&Ru*/xi±mnmmmmg,) z^ffimL<ittemir2>tz&<D, mm%t^-rz>tztb 
(omn®jmi*&ik-*z>-fcto<o, ±m (i) 7bm (1 8) a* ^1**1^1 ksb 

*§&wi±, ic, »*^±ib (i) »i (i 8) ^^^R^tt^v^rtL^ i 
fo?zft&mxi± j t<Dmw.±Wf®--2ti2>i&zm$imm u) k&#i-£££k:<j: 19 

. NKi , N K 2 W/XtiNKs (#&~, n^la^M, 7W 

m&m) KiiMt^McriL, «»^±ib cd tsm (1 8) ^ 
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(i) k&^x, 

7l;M3#e$l£tUcT V -;v^J OTU-^aif»±, Ce -Ci o 7V-^**tiftU & 

o 

[0 0 0 9] 

m, ±15 TCe - Ci 0 7'J-;HJ &4, C 3 - Ci o v^7)W (MCli, C 
5 -Ce y^nr^HJV) t iilftLT v^T & X ^ 

R 1 *» re&SP « 4 "5 tiZ 1 7!;S 3 ffifi&S tut TV- ;v^J T?* * ^ 

„ -€-*U±, SfjSt'tix 7kS^> p<f-;K -^;K ^ h^~>, xh^y, y7^o>f^ 

iCtlCli, 7XmS, F 4 y 'J 7 ;v t n ^ f jv^ ^, M§ ii^ 1 »M 3 i©S 
ffj|^i/;7x-]ViT^^ WKSftftfcfct, 3, 4, 5-h'^f + y7i^Xli 
3, (t-'J7JVtn^f;v) 7i-^S, 

[0 0 10] 

R 2 ^ r®m^P a J: 0 ®^ $ ft* 1 T^M 3 Mfft $ fttz TV- ;i^J t?*> * 
, **Ui, jtFii^tt, 7y*KnF. Jt^*MT-, ^«JMT-S.U f 3'y«lI?- 

ft* i»M3«ioafT?iitft$tLfc7i-^-c*ij, 3E£&»km\ ^-y«^- 

W^M^kS^SftS 13m2ffio*T~ttm£ft£7^~;v»T*&^K 4 OMfcff 
Mfclt, 3, 4-y7;vtn7x-;vili3, 4-y^nn7x^;i/-c^^ tCMtc 
t± x 3, 4-y7nn7xx;K"^S 0 

R 1 RZfR 2 <DfcmK&VZ> rArn7'J-;V*J , JtO* TO&afelS « J: •> »#Sft* 
l^M31Elgm£ft7t^xnT V -;vSJ OAfn7'J-;Hlt MJK^\ BfcXIS 

7 v ;k tf n v ;k tf^v'V ;k >r 5 ^v*v ;k ^^/V ;k w v^tv'V 

;K f7y*'J;K ^Vf77'J^, F'J7V'J;K f7y77*'J;K f'Jy;K fcfy^ 

/K tfny;v, fc?9V*V;V\ ^fv''J^ t^ty'^K -fVWJK f7V'J^ 
, >f vf77*'J ;K tT V 5»K tf V tT V 5 y-jvxti t? 9 «fc 9 

BfcJIliC^ lfS^tPyXliI»^liU 14 2 1i#tf 5 6 |AfD7'J-^ 

[001 1 ] 

ask ±ib hfo7'j-;vsj nbwsis*:* [^JxJ4\ c 6 -c i 0 rv-;v 

fct±, 7*-^) XiiCs -Ci o y^n7W (fflCtt, C 5 -Ce y^nTM 
;V) ] fcltLTV^^) 4 < , ^co4d=fe^{4, X. fi\ ^K'jUK ^^V77^K 
✓ovff-J.— >K *7'JJK ^v^7'J;K ^tW-^K fb7tKn^yy;Hl±f 
l>7t Kn^y^yj ^it* <9 #* a 

R 4 3t^*tft*»a oSHK^tta r«T;v^;v»J «\ .x^uk 7°ntf;v 

N ^y7"n^, y-f-JK ^fy7f;v^ s e c — t e r t— , 7*f-;v > 
'fy^yf^, 2 — > f-fr-f^-X/^ ^^vf^, 1, 1 — ^•;i/ , 7 , n fc!;K l --x^- 
;V7°nt?;K a^vjk v-^^r v;K 3 — ^ W^yf^, 2 - ^ ^f-;v > l — 
3, 3 -V* f-fr-ff-ti/^ 2, 2-y^f^7f;V, 1, l-V*1-)l> 
:/f-;K 1, 2—¥* s f-fr"f^-fr^ 1, S-y^f^a'f^, 2, 3-y^f;y7f^X 
{4 2 - xf;i/7f;v?)J: 3 &It$t5gL < li^ttttC i -Ce T^^^l^U jfriSfc 
14. x^;k 7°nt';K ^V7°ntf;v, ^fy7f;v, ^>^uk ^y^ 

Mtw{4, ^f;K xfj^ -fuVfrXftJ v^ne^T?** 0 
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[0 0 12] 

n^yf-TK -> y- n^^r Is 9 OAyf-^Xiiy^ nt^f ^©i -? & C 

s - Cs ->^n7J^)Vi^|L, 031 Ct±, Ce - Ce y^oTJ^^it^^ JE 

[0013] 

R 4 <£>5£H (~«t;i^-;^SJ M\ Kil^L < i±5-jR«ic 2 -C 6 r;vy-- 

[0 0 14] 

R 4 ©5&fcfc*5»t* RamT^^-^^J W\ fi«tL<li^tt«C2 - c 6 T^- 
[0 0 15] 

R 4 S.O f SB&3feP«^5eH^i5tt* \ ¥ J fcMCT n> * tt, TtuiB rt!7;v^ 

^ y^nn^f;K y7nt^f;K -7 ;v ;f n ^ ^ ;K 2-7 

;v^-n^-^;v, 2 - 7*n -^.x^K 2, 2, 2-f'J7JVtnif jl/ 

. 2, 2, 2-f'J^nnxfjK 3-^nn7nt°jV, 4-7^n/f;K 6-3- 
KA^y;vX(i2, 2 -yyntxf^t* ^#&o R 4 i:Uli, HWM^ii, 2- 
7;^nxf-;K 2-^nnxf]VX[i2-7*n^ifjK*|)So iliPatLtlt 

[0 0 16] 

R 4 & a <d iz & *t * Kn^f'XajRT^^-^XJ ti, tuffi R£$£7;v 

^yxfiK 2, 3-ytFn^ry7ot°;K 3 - ti Kn + v^n fc?;K 3, 4-ytF 
ndpv^^;vXi±4 - t Kn^y7'f;Vt^ Sfttfctt, kFn^y>f;K 2 - t 
Fn^fyxfjK 3 - t K n y 7°d 4 - t K d ^ y 7*f JVt;^ 0 , MCfflt 

ti, H Ko^r ■f-Jl'Xl* 2 - t Kn^ryxf JK^^o 
[0 0 17] 

flMfe&SEaOJ&UfciSlt* rfi!7;v3 ^ v^J ; R 4 £>5&H£*5tt* rfit7JV3Jf 

> mfiH n&jRT^^^*j &®mm=f-i~&&Ltz&*7FL^ Miif, ^ h**> % x^ 7 

, n - -7°n,is°dr v N 'fyyn^y, n h- ^->, ^77 f^y, s-7*F^y, te 
rt-7K->, n-^/f^y, -fV^^F^f-v. ;y7'F^fy, 

n -s\*c i/)\>ir*r v> 4 - ^ -f-;^ > h 3=- -> N 3 - ^ •f-;^ y Y 3f >\ 2-p<f-;v^ 
>F^v^ 3, 3-y>Wh*^ 2, 2-y^f;i/7'h^y, 1, l-V^f-frf 
h*~y, 1, 2-y^f^yf^->, 1, 3-^^fJV7f^yXii2, 3-^^f-^^ 
F^y^iHCi - Ce T^3^^*T*U», Ci - Ce 7;VX7^v^-e 

[0018] 

R 4 ©JfejUK^tt* rtl7^3dfy7)^;HJ tt % tufa [fitTi^iVSJ J&*flr|B 

dfv-x.-?-;K 3-^ F^y7°nt°;K xf^y^tf^ 2 -x h ^x^;uXte ^ 
y^f A'WiHCi -C4 7^3^y7;V^r;Ht* f) „ MKSfcSfcMU * h^y^f 
;K 2-^ f^yxf;K xFdfy^f;i/X(i2-xh^yxf;i/^i) > J: 0 Mfci?® 

[0 0 19] 

S3»S£ « <z> &«t & »t a rfijRI&fl&Jfe 7y^J > R 4 o £|| £> tt £ RgMJTO 
7y;^+y7;v^^iJ ^®MMTv;vf|5^ S»*t«©Sii:i3(t^ RS 
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mmmr vjvt^sj (oi&mmmm r *> /na$# a > c i - c 6 mmmr -> ;v* l 

[0 0 2 0} 

R 4 05fe*^^»t* r®«K7y^t^ry7JKiHJ (±, TiuSB r«T;V*;v* 
J 3&*Ci -C6lffil7y;v^^fy (1?!)xJ2\ *;KW^v> T^r^^^^v. 7°ntf 
^-^.;v^-^rv, y^V ;v^-^->, ^VT'f'JW + y, ^ > * y -f ;v * * =s , tVs'n-f;v 

;t 1/ 'j ;^ ^ y X | j: ^ v a' V 'J ;v t y f ) tt*:*£^ U Mi^t 

C 2 -C e m^MTi'll'-** v7;K;Ht^ >9 , M£#?aS£»±> *A/$^**V^f-)I/ 

, 2-^)v^^t^fyif;v, r-b^-jv^-^f f^K 2 -T-b-^;^^ 3- 
T^^;v^^ v-7°n i£;v3l(i-7°n t°^-~;i/^^r 19 , «t >9 MKffcPiSteli^ T-b 

fil't^y^fiK 2 -T-b^^^^r ~>^^;VXti 3 -7-fcf^t4r v7*n 19 , 

10 0 2 1 ] 

flips o5E«^i5tt^ M7;V3 d fy'*^^-^*J , &rfR 4 cofeilicistt* 

h + y*;v^'-^, 7°n*>y*;v*-;v, yf+y^ji'/f-JK s-y'f^yAH- 
;K t e r t h^v*;v*'-;uXfi-f vr^y^J^-iWi 9 &C 2 - C 5 r;v 
3 ^ v ii ;v sK— •?> 0 

[ 0 0 2 2 ] 

r 4 o^h^m M7;V3^y*;v**-;v7^^;viJ ffrlB W&MlT^*)^ 
^itrfB r»7^3Jfy*;V^iHJ tt^**^ U Sfjgl'Ji^ Cs -C 

2 -j. h drv*;v^—;vj=-^;v. 3 h ju-fu tf;v, 7n*°^y 

2 -7n*'+y*;v^;vxf;i/Xa 3 -7°n*°^y*ji/^;i/7'n 
t°;i/<7?J;d^C3 - C 7 7^n^f->*;i"f- /i/T^*^*"?* *9 <£ <9 Hl'SfrSt-fi, 
h 3- v-eam^tL/iC 1 -C 4 t;i^;v*-c& 19 , #K#frI&£fi, x>^y^;v^;^ 

[ 0 0 2 3 ] 

7 . tf n U yV, -f ^ ^V*>; yV, 1 - tf 9 V'J — >K fcf^y yV, t°^5yV „ ■=£ ;V 
^'jyXttft^JV^y^t^^ #fc:£pa§U~«\ T-b-^vV, liO'JyV, ^'JyV 

[0 0 2 4] 

R a &^R b hk&^t, -e-tt^^^-f ^^je^-^^-c, r«^»a «t *9 
Kit, nm&ma x *)m$izti2> \m<o^m3:^^tz^mM^mm&-^^ } o> mKnm 

Kit, t K n ^ y « 7 ;viX IW jv;^ ^ ;H t Ift ^ ix/;lri iliit § 

o 

[0 0 2 5] 

BW£<D'm.mK&nz> TCi -C 4 r^^-vymi ti. Milt 

2 h u v>xii 3 -y<f-;v h u ^f-WT-^ «9#. jficii, Ci-C 
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[0 0 2 6] 

■B&tfEO^&fciJtta TC 2 -C4 r^-i^&j tt, Will 2- 

f - 2 - 7°n^x v y^ji 2 - 7 r » V > MKifi, 2-?°u 

-2) o 
[0 0 2 7] 

[0 0 2 8] 

-iV7?y, 7*f 'J^757, ^77f'J)l/7^, ^>^;^^757, t°/tn^;VT 
57, ^vy;vT5 VAl/'J;V7?7t^f)#, £Htt~t4, *;v?;V75y\ T 

4rf^7 5 7X(±7°n t>-;V7 5 7 ^ #WSgKl4, 7W7 5 7T^^ 0 

r-e^^a±t^#$tL^mj t(4, ^fp^^t; (i) (4, 7 5 7*<7)^«tt 

[0 0 2 9 ] 

m*tt^tt^^»cf<^t4. ^£{4\ ffiKt, $kikimn^\^<\*mtJmw&<D 

l ^/^^^>>fb7K«^ 5im^> i§±£*@£±^ IllXlilStf ; y* 

h v 7J^n^ ^ < ti.x* >7iV*7i£(7)j; 7 & 

4 -9 47v -;v^;v*>mmxi4itm^ ^rm^ 7v-« % ^^?nm., 

ymM, 7 7. n ;v tf 7fS, S^B6&, L < livv-f yf||© 

^O^Mtit ; *&W±, 7'Jy7l 'Jy>S, y^^-y^ Or JU — fy^ ?)i<? 
5 7tIXIi7^;\°7^7» J; 9 4 7? ylSt^P. 
[0 0 3 0 ] 

mtt^tfg*^*o*<^}4, Miff, th'J^At, 7J 0 7AlfL< 54 V f-<7Aia<7) 
4 ? 47;V* OifeMi^ *;Vv7ASiL< fiv^* v>> Ai£<7> 4 9 47^* V ±SI^J1 
7J1/5-7AI, X{4^^co^Mil ; T^^-^Ail ; t-t7f^75^ v 
^7-7'JV7r/I, ^)V^^y^ ^-;vrnj-5 >-±S, -7jc^;V^'; v >- 7 ^ 7- ^ 

vy y7 5 N-y^;^;^ 5 >^ ^7-v^^u 

f>Jxf;V7'yt, yy7n/\dry^7 5>I > N, N' -y^7y>xf V7y7? 
?uuy*u% 4 y^ y'ujjjy^ ^i^7-;V7$ 7l> N-^7y>7x^ 

;v) 75 y y ? >^(7)4 ? 4f«75 ym. ; >t^i4, /'jyyi, >jy7^ rfr^f-y 

it, ;t;V-^>i£, ^ ymmjLltT ^yWM(D £ 7 475 7iiT^ 

o 

[0 0 3 1 ] 

(I) «r*-#-^'fb^%Xi4-?-CD^S±^#^tL<l.^{4 > T^W^gL 

£ <9 , Xf4, n^n ^^iirl> m.m^m^tz 19 , 7jt#n% 1 4 * 

[0 0 3 2] 

^n^o— ^ (i) ^^i-^^%^{4, fr^ft<D7F^^^Km^<3t^m'&m^ 
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m&®#-f'<ri£-<D^ SP*>-« (I) X*ZtiX^Z> 0 tot, *$&Wi*Ztih<D 



*sm<D—iBt&. (i) **i-+z>vc&m<o$ f wit bra, Tmm^t^-mmi 



TlBW3*ffrfrW3EtK TMeJ (2^;W£^U TEtJ ii^f-;u£^U TPrJ ii7 0 ntf 
/1/*3nU TiPrJ vynt';v^t> TBuJ }i^;V£;^U RBuJ IMyyfjl/ 
£/KU TPnJ ti^>-f-;V4-7TcL, TiPnJ ii-f V^>^;V£^ U TtBuJ {itert-^^ 
^£tkU rcPrJJ^>*n-/ntf;v£^cU TcBuJ liy^o^f;^fU TcPnJ t± 

JPipJ {±tf ^ U vV L, (#flx.fi\ r4-(H 2 NC0)-PipJ {±4 -75 / 
■7^^L, ) rPiprJ (±kf fAzeJ iiT Wv^y rPyrr 



[0 0 3 3] 



[0 0 3 4] 



[0 0 3 5 ] 
UK 2 1 




OCH 3 



[0 0 3 6 ] 




R : 



1-1 

1-2 

1-3 

1-4 

1-5 

1-6 

1-7 

1-8 

1-9 

1-10 

1-11 

1-12 

1-13 

1-14 

1-15 

1-16 

1-17 

1-18 

1-19 

1-20 

1-21 

1-22 



3,4-diF-Ph 

3,4-diF-Ph 

3, 4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3, 4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3, 4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3, 4-diF-Ph 

3, 4-diF-Ph 

3, 4-diF-Ph 

3, 4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3,4-diF-Ph 

3, 4-diF-Ph 



MeO-CH 2 -CO 

Mor-CH 2 -C0 

Mor-(CH 2 ) 2 -C0 

Mor-(CH 2 ) 3 -C0 

Pip-CH 2 -C0 

Pip-(CH 2 ) 2 -C0 

Pip-(CH 2 )s-C0 

Pipr-CH 2 -C0 



cPr-CO 
cBu-CO 
cPn-CO 
cHx-CO 



Me-CO 

Et-CO 

Pr-CO 

iPr-CO 

Bu-CO 

iBu-CO 

Pn-CO 

iPn-CO 



tBu-CH 2 -C0 



Me-C0-0-CH 2 -C0 
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1-23 . 


3,4-diF-Ph 


Pipr-(CH 2 ) 2 -C0 


1-24 


3,4-diF-Ph 


Pipr-(CH 2 ) 3 -C0 


1-25 


3,4-diF-Ph 


EtO-CO 


1-26 


3,4-diF-Ph 


Me0-(CH 2 ) 2 -0-C0 


1-27 


3,4-diF-Ph 


F-(CH 2 ) 2 -0-CO 


1-28 


3,4-diF-Ph 


Propargyl-O-CO 


1-29 


3,4-diF-Ph 


Et0-C0-CH 2 -NH-C0 


1-30 


3,4-diF-Ph 


Et0-C0-(CH 2 ) 2 -NH-C0 


1-31 


3, 4-diF-Ph 


Et0-C0-(CH 2 ) 3 -NH-C0 


1-32 


3,4-diF-Ph 


Et-NH-CO 


1-33 


3, 4-diF-Ph 


H0-(CH 2 ) 2 -N(Me)-CH 2 -C0 


1-34 


3,4-diF-Ph 


EtO-(CH 2 ) 2 -NH-CH 2 -CO 


1-35 


3, 4-diF-Ph 


Me-NH-CH 2 -C0 


1-36 


3,4-diF-Ph 


Et-NH-CH 2 -C0 


1-37 


3,4-diF-Ph 


Pr-NH-CH 2 -C0 


1-38 


3, 4-diF-Ph 


iPr-NH-CH 2 -C0 


1-39 


3,4-diF-Ph 


(Me) 2 N-CH 2 -C0 


1-40 


3, 4-diF-Ph 


(Et) 2 N-CH 2 -C0 


1-41 


3, 4-diF-Ph 


(Pr) 2 N-CH 2 -C0 


1-42 


3,4-diF-Ph 


(iPr) 2 N-CH 2 -C0 


1-43 


3,4-diF-Ph 


(Me0-CH 2 ) 2 N-CH 2 -C0 


1-44 


3, 4-diF-Ph 


(Me0-CH 2 -CH 2 ) 2 N-CH 2 -C0 


1-45 


3, 4-diF-Ph 


Aze-CH 2 -C0 


1-46 


3,4-diF-Ph 


Pyrr-CH 2 -CO 


1-47 


3,4-diF-Ph 


Pip-CH 2 -C0 


1-48 


3,4-diF-Ph 


4-(H 2 NC0)-Pip-CH 2 -C0 


1-49 


3, 4-diF-Ph 


4-(H0-CH 2 )-Pip-CH 2 -C0 


1-50 


3, 4-diF-Ph 


4- (H0-CH 2 -CH 2 ) -P ip-CH 2 -CO 


1-51 


3,4-diF-Ph 


H0-C0-CH 2 


1-52 


3, 4-diF-Ph 


MeO-CO-CH 2 


1-53 


3,4-diF-Ph 


Et0-C0-CH 2 


1-54 


3, 4-diF-Ph 


H 2 N-C0-CH 2 


1-55 


3,4-diF-Ph 


(Me) 2 N-C0-CH 2 


1-56 


3,4-diF-Ph 


(Et) 2 N-C0-CH 2 


1-57 


3, 4-diF-Ph 


(H0-CH 2 -CH 2 ) 2 N-C0-CH 2 


1-58 


3, 4-diF-Ph 


H0-CH 2 -CH 2 -NH-C0-CH 2 


1-59 


3, 4-diF-Ph 


H0-CH 2 -CH 2 -N (Me) -C0-CH 2 


1-60 


3,4-diF-Ph 


Mor-C0-CH 2 


1-61 


3, 4-diF-Ph 


Pip-C0-CH 2 


1-62 


3,4-diF-Ph 


Pipr-C0-CH 2 


1-63 


3,4-diF-Ph 


H0-(CH 2 ) 2 


1-64 


3,4-diF-Ph 


H 2 N-(CH 2 ) 2 


1-65 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 2 


1-66 


3,4-diF-Ph 


(Et) 2 N-(CH 2 ) 2 


1-67 


3, 4-diF-Ph 


(HO-CH 2 -CH 2 ) 2 N-(CH 2 ) 2 


1-68 


3,4-diF-Ph 


H0-CH 2 -CH 2 -NH-(CH 2 ) 2 


1-69 


3,4-diF-Ph 


HO-CH 2 -CH 2 -N(Me)-(CH 2 ) 2 


1-70 


3, 4-diF-Ph 


Mor-(CH 2 ) 2 


1-71 


3, 4-diF-Ph 


Pip-(CH 2 ) 2 


1-72 


3,4-diF-Ph 


Pipr-(CH 2 ) 2 
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1-73 


■ 3 4-diF-Ph 

Jj Tt U. -1 i XIX 


HpN-ffl-NH-CO 

li£lx Uu lxll vU 


1-74 


3 4-diF-Ph 

\J y ~ VX XX -I- 11 


(Me)?N-C0-NH-C0 

\1Y1V/ £ lx vU 1x11 uv 


1-75 

J- 1 v 


3 4-diF-Ph 

(Jj t: uii x ix 


(Ft)?N-C0-NH-C0 

\lv L / Z IN UU 1x11 uu 


1-76 

X t \J 


3 4-diF-Ph 

kJ y — VX 1 JL J. x JL 


(HO-CH? -CH? ) ? N-C0-NH-C0 

\11U Ull£ UllZ / Ct *~ UU 1X11 UU 


1-77 

-L If 


3 4-diF-Ph 

U ) T Ull X 11 


H0-CH? -CH? -NH-C0-NH-C0 

11U Ul l£ ull£ ixii uu ixii uu 


1-78 

J. i v 


3 4-diF-Ph 

U IX 1 X JL XI 


H0-CH? -CH? -N (Me) -CO-NH-CO 

l i\J ul i<£ uiii lx ^iviv/ v u ixii uu 


1-79 

J- t u 


3 4-diF-Ph 

v j x. Ull 1 11 


Mor-CO-NH-CO 

1Y1U1 V v 1x11 UU 


1-80 


3 4-diF-Ph 

U) 1 VX x L JL xl 


Pin-CO-NH-CO 

X 1 Ly v v 1x11 UU 


1-81 


3 4-diF-Ph 

V 7 X VX 11 X 11 


Pinr-C0-NH-C0 

1 X \J X. VU 1X1 1 v v 


1-82 


3 4-diF-Ph 

U) " VX JL J. JL 11 


H2 N-SO2 -NH-C0 

Lxc, lx Uwi lxll UU 


1-83 


3 4-diF-PH 

KJ f VI JL 1 1 11 


(Me)2N-S02 -NH-C0 

\1»1V/ & 11 \J\J Ct 111 1 V/V/ 


1-84 


3 4-diF-Ph 

v ? 1 Ull 1 11 


(Et)2N-S02 -NH-C0 

\ Xj U/ lx VjVi lxll UU 


1-85 


3 4-diF-Ph 

V y AT V-X 11 1 11 


(HO-CH2 -CH2 ) 2 N-SO2 -NH-C0 

\11V/ Villi vl 1£ / A XX VJ\J & 1111 V \_/ 


1-86 

X U W 


3 4-diF-Ph 

v j x Ull 111 


HO-CH2 -CH2 -NH-SO2 -NH-C0 

1 1U Ul 1Z Vlli 1X11 WU£ 1X11 V V 


1-87 


3 4-diF-Ph 

i VX 1 1 1 11 


HO-CH2 -CH? -N (Me) -SO2 -NH-C0 

1 1\_/ Ul li Vll^ IX \1Y1V/ \J\J Cj 1X11 UV 


1-88 


3 4-diF-Ph 

\J y — v_l 11 1 11 


Mor-S02 -NH-CO 

1Y1U X vJUi 1X11 uu 


1-89 


3 4-diF-Ph 

KJ j x U XI X 11 


PiD-S02 -NH-CO 

x x Ly uu<£ 1x11 v v 


1-90 


3 4-diF-Ph 

%J y TT VX 1 1 JL 11 


Pior-SO? -NH-CO 

X X LJX \j\Jc, 1X11 \J\J 


1-91 

X %J X 


3 4-diF-Ph 

t_J> j — VX 1 1 1 11 


Mor-CH?. -C0-NH-C0 

1V1U X Ull£ \J\J lxll uu 


1-92 


3 4-diF-Ph 

\J y x VX XX X 11 


Pito-CH? -C0-NH-C0 

x 1 uy ui 1^ uu 1 xi 1 uu 


1-93 


3 4-diF-Ph 

V y X VX XX X XX 


Pi Dr-CH2 -C0-NH-C0 

X 1 pi vlli UU 1X11 uu 


1-94 


3 4-diF-Ph 

Vj y ~ VX XX X 11 


H2N-C0 

1 10 1 x uu 


1-95 

X U \J 


3 4-diF-Ph 

V j JC VX11 X 11 


MeO- (CH? ) 9 -0-CH? 

1V1UU \ Ul 1Z J £, U U11Z 


1-96 


3 4-diF-Ph 

KJ y T. VX XX X 11 


MeO-CH2 

1Y1 V U Ul X£j 


1-97 


3 4-diCl-Ph 

\J y JT VX 1 V 1 X IX 


Me-C0-0-CH2 -CO 

1T1V_< UU U Ul XCi UU 


1-98 


3 4-diCl-Ph 

Jj Ul v 1 ±11 


Me-C0 

1*1 v UU 


1-99 


3 4-diCl-Ph 

cJjTtr Ulvl JL 11 


Et-C0 

xj L UU 


1-100 

J. JL \J\J 


3 4-diCl-Ph 

Jj T U 1 U 1 1 11 


Pr-C0 

X X uu 


1-101 


3 4-diCl-Ph 

Jj T Ulul 1 11 


iPr-CO 


1-102 

X X \J £j 


3 4-diCl-Ph 

u ; I Ul vl 1 11 


XJLX UU 


1-103 

X X \J\J 


3 4-diCl-Ph 

Oj Tt Ul vl 111 


iRu-CO 

X XJIX uu 


1-104 

X X 1/1 


3 4-diCl-Ph 

u y — u i u i i ii 


Pn-CO 

X 11 uu 


1-105 


3 4-diCl-Ph 

U j a U 1 U X X 11 


i Pn-CO 


1-106 


3 4-diCl-Ph 

\J y — U X U X X 11 


tBu-CH? -CO 

L XJ LX \JXXO UU 


1-107 


3 4-diCl-Ph 

O j Tt U 1 U 1 JL 11 


cPr-C0 

UX X uu 


1-108 


3 4-diCl-Ph 

%J y — VX X V X X XX 


cBn-CO 

UJLJ LX UU 


1-109 


3 4-diCl-Ph 

Uj T U 1 V 1 X 11 


cPn-C0 

UX 11 uu 


1-110 


3 4-diCl-Ph 


cHx-CO 

VX 1A UU 


1-111 


3 4-diCl-Ph 


MeO-CH? -CO 

iii v vy vi x£j uu 


1-112 


3 4-diCl-Ph 

\J y A VL X V X X XX 


Mor-CH2 -CO 

I11U 1 VI xo uu 


1-113 


3,4-diCl-Ph 


Mor-(CH2)2-C0 

1T1 \J X \U11^ / Li V V 


1-114 


3,4-diCl-Ph 


Mor-(CH2 )3-C0 

mux \ vi xca / 0 uu 


1-115 


3,4-diCl-Ph 


PiD-CH2 -CO 

X 1 IJ VI XCi uu 


1-116 


3,4-diCl-Ph 


PiD-(CH2)2-C0 

X *• \J \\JXXC, J £t V V 


1-117 


3 4-diCl-Ph 

xj y t; vx xvx x ix 


Pin-(CH?U-C0 

X X \j \Ull<i / 0 uu 


1-118 


3,4-diCl-Ph 


Pior-CH? -CO 

X 1 VJ X. VX X£j VU 


1-119 


3,4-diCl-Ph 


Pipr-(CH 2 ) 2 -C0 


1-120 


3,4-diCl-Ph 


Pipr-(CH 2 ) 3 -C0 


1-121 


3,4-diCl-Ph 


EtO-CO 


1-122 


3,4-diCl-Ph 


Me0-(CH 2 ) 2 -0-C0 
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1-123 


3,4-diCl-Ph 


1-124 


3,4-diCl-Ph 


1-125 


3,4-diCl-Ph 


1-126 ' 


• 3,-4-diCl-Ph 


1-127 


3,4-diCl-Ph 


1-128 


3,4-diCl-Ph 


1-129 


'3,4-diCl-Ph 


1-130 


3,4-diCl-Ph 


1-131 


3,4-diCl-Ph 


1-132 


3,4-diCl-Ph 


1-133 


3,4-diCl-Ph 


1-134 


3,4-diCl-Ph 


1-135 


3,4-diCl-Ph 


1-136 


3,4-diCl-Ph 


1-137 


3,4-diCl-Ph 


1-138 


3,4-diCl-Ph 


1-139 


3,4-diCl-Ph 


1-140 


3,4-diCl-Ph 


1-141 


3,4-diCl-Ph 


1-142 


3,4-diCl-Ph 


1-143 


3,4-diCl-Ph 


1-144 


3,4-diCl-Ph 


1-145 


3,4-diCl-Ph 


1-146 


3,4-diCl-Ph 


1-147 


3,4-diCl-Ph 


1-148 


3,4-diCl-Ph 


1-149 


3,4-diCl-Ph 


1-150 


3,4-diCl-Ph 


1-151 


3,4-diCl-Ph 


1-152 


3,4-diCl-Ph 


1-153 


3,4-diCl-Ph 


1-154 


3,4-diCl-Ph 


1-155 


3,4-diCl-Ph 


1-156 


3,4-diCl-Ph 


1-157 


3,4-diCl-Ph 


1-158 


3,4-diCl-Ph 


1-159 


3,4-diCl-Ph 


1-160 


3,4-diCl-Ph 


1-161 


3,4-diCl-Ph 


1-162 


3,4-diCl-Ph 


1-163 


3,4-diCl-Ph 


1-164 


3,4-diCl-Ph 


1-165 


3,4-diCl-Ph 


1-166 


3,4-diCl-Ph 


1-167 


3,4-diCl-Ph 


1-168 


3,4-diCl-Ph 


1-169 


3,4-diCl-Ph 


1-170 


3,4-diCl-Ph 


1-171 


3,4-diCl-Ph 


1-172 


3,4-diCl-Ph 



F-(CH 2 ) 2 -0-C0 

Propargyl-0-CO 

Et0-C0-CH 2 -NH-C0 

Et0-C0-(CH 2 ) 2 -NH-C0 

Et0-C0-(CH 2 ) 3 -NH-C0 

Et-NH-CO 

H0-(CH 2 ) 2 -N(Me)-CH 2 -C0 
. EtO-(CH 2 ) 2 -NH-CH 2 -CO 
Me-NH-CH 2 -C0 
Et-NH-CH 2 -C0 
Pr-NH-CH 2 -CO 

iPr-NH-CH 2 -C0 

(Me) 2 N-CH 2 -CO 

(Et) 2 N-CH 2 -CO 

(Pr) 2 N-CH 2 -C0 

(iPr) 2 N-CH 2 -C0 

(MeO-CH 2 ) 2 N-CH 2 -CO 

(Me0-CH 2 -CH 2 ) 2 N-CH 2 -C0 

Aze-CH 2 -CO 

Pyrr-CH 2 -C0 

Pip-CH 2 -C0 

4-(H 2 NC0)-Pip-CH 2 -C0 

4-(H0-CH 2 )-Pip-CH 2 -C0 

4- (H0-CH 2 -CH 2 ) -P ip-CH 2 -CO 

H0-C0-CH 2 

Me0-C0-CH 2 

Et0-C0-CH 2 

H 2 N-CO-CH 2 

(Me) 2 N-C0-CH 2 

(Et) 2 N-C0-CH 2 

(H0-CH 2 -CH 2 ) 2 N-C0-CH 2 

H0-CH 2 -CH 2 -NH-C0-CH 2 

H0-CH 2 -CH 2 -N (Me) -C0-CH 2 

Mor-C0-CH 2 

Pip-C0-CH 2 

Pipr-C0-CH 2 

H0-(CH 2 ) 2 

H 2 N-(CH 2 ) 2 

(Me) 2 N-(CH 2 ) 2 

(Et) 2 N-(CH 2 ) 2 

(H0-CH 2 -CH 2 ) 2 N-(CH 2 ) 2 

H0-CH 2 -CH 2 -NH-(CH 2 ) 2 

H0-CH 2 -CH 2 -N(Me)-(CH 2 ) 2 

Mor-(CH 2 ) 2 

Pip-(CH 2 ) 2 

Pipr-(CH 2 ) 2 

H 2 N-C0-NH-C0 

(Me) 2 N-CO-NH-CO 

(Et) 2 N-C0-NH-C0 

(H0-CH 2 -CH 2 ) 2 N-C0-NH-C0 
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1- 


-173 


3,4-d 


iCl 


-Ph 


HO-CH2 -CH2 -NH-C0-NH-C0 


1- 


-174 


3,4-d 


iCl 


-Ph' 


HO-CH2 -CH2 -N (Me) -CO-NH-CO 


1- 


-175 


3,4-d 


iCl 


-Ph 


Mor-CO-NH-CO 


1- 


-176 


3, 4-d- 


iCl 


-Ph 


Pin-CO-NH-CO 


1- 


-177 


3,4-d. 


iCl 


-Ph 


Pipr-CO-NH-CO 


1- 


-178 


3,4-d: 


iCl 


-Ph 


H2N-SO2 -NH-CO 


1- 


-179 


3,4-d: 


iCl 


-Ph 


(Me)2N-S02 -NH-CO 


1- 


-180 


3,4-di 


lCI 


-Ph 


(Et)2N-S02 -NH-CO 


1- 


-181 


3,4-d) 


iCl 


-Ph 


(HO-CH2 -CH2 ) 2 N-SO2 -NH-CO 


1- 


-182 


3,4-di 


lCI 


-Ph 


HO-CH2 -CH2 -NH-SO2 -NH-CO 


1- 


-183 


3,4-di 


iCl 


-Ph 


HO-CH2 -CH2 -N (Me) -SO2 -NH-CO 


1- 


-184 


3,4-d] 


lCI 


-Ph 


Mor-S02 -NH-CO 


1- 


-185 


3,4-di 


lCI 


-Ph 


Pip-S02 -NH-CO 


1- 


-186 


3,4-di 


lCI 


-Ph 


PiDr-S02 -NH-CO 


1- 


-187 


3,4-di 


.CI- 


-Ph 


Mor-CH2 -CO-NH-CO 


1- 


-188 


3,4-di 


lCI- 


-Ph 


Pio-CH2 -CO-NH-CO 


1- 


-189 


3,4-di 


Cl- 


-Ph 


Pipr-CH 2 -CO-NH-CO 


1- 


-190 


3,4-di 


CI- 


-Ph 


H2N-CO 


1- 


-191 


3,4-di 


CI- 


-Ph 


MeO-(CH 2 ) 2 -0-CH 2 


1- 


-192 


3,4-di 


CI- 


-Ph 


MeO-CH 2 



[0 0 3 7] 
Ut3] 




(1-2) 



CF 3 

[0 0 3 8] 



# # R 2 R 3 



2-1 


3, 4-diF-Ph 


Me-C0-0-CH 2 -C0 


2-2 


3, 4-diF-Ph 


Me-CO 


2-3 


3, 4-diF-Ph 


Et-CO 


2-4 


3, 4-diF-Ph 


Pr-CO 


2-5 


3, 4-diF-Ph 


iPr-CO 


2-6 


3, 4-diF-Ph 


Bu-CO 


2-7 


3, 4-diF-Ph 


iBu-CO 


2-8 


3, 4-diF-Ph 


Pn-CO 


2-9 


3, 4-diF-Ph 


iPn-CO 


2-10 


3, 4-diF-Ph 


tBu-CH 2 -CO 


2-11 


3, 4-diF-Ph 


cPr-CO 


2-12 


3, 4-diF-Ph 


cBu-CO 


2-13 


3, 4-diF-Ph 


cPn-CO 


2-14 


3, 4-diF-Ph 


cHx-CO 
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2-15 ' 


3,4-diF-Ph 


MeO-CH2 -CO 


2-16 


' 3,4-diF-Ph 


Mor-Qfe -CO 

HAY-* A, X£j v 


2-17 


3,4-diF-Ph 


Mor-(CH2)2-C0 


2-18 


3,4-diF-Ph 


Mor~(CH2)3-CO 


2-19 


3, 4-diF-Ph 


P1P-CH2 -CO 


2-20 


3,4-diF-Ph 


Pip-(CH2)2-CO 


2-21 


3,4-diF-Ph 


PiD-(CH2)3-CO 


2-22 


3,4-diF-Ph 


Pipr-CH2-C0 


2-23 


3,4-diF-Ph 


Pipr-(CH2)2-C0 


2-24 


3,4-diF-Ph 


Pipr- (CH 2 )3-C0 


2-25 


3, 4-diF-Ph 


EtO-CO 


2-26 


3,4-diF-Ph 


Me0-(CH2)2-0-C0 


2-27 


3,4-diF-Ph 


F-(CH2)2-0-C0 


2-28 


3,4-diF-Ph 


Propargvl-O-CO 


2-29 


3,4-diF-Ph 


Et0-C0-CH 2 -NH-C0 


2-30 


3,4-diF-Ph 


Et0-C0- (CH 2 ) 2 -NH-C0 


2-31 


3,4-diF-Ph 


EtO-CO- (CH 2 ) 3 -NH-C0 


2-32 


3, 4-diF-Ph 


Et-NH-CO 


2-33 


3, 4-diF-Ph 


HO- (CH 2 ) 2 -N (Me) -CH2 -CO 


2-34 


3, 4-diF-Ph 


EtO- (CH2 ) 2 -NH-CH2 -CO 


2-35 


3, 4-diF-Ph 


Me-NH-CH 2 -CO 


2-36 


3,4-diF-Ph 


Et-NH-CH 2 -C0 


2-37 


3,4-diF-Ph 


Pr-NH-CH2-C0 


2-38 


3, 4-diF-Ph 


iPr-NH-CH2 -CO 


2-39 


3, 4-diF-Ph 


(Me) 2 N-CH2 -CO 


2-40 


3, 4-diF-Ph 


(EO2N-CH2 -CO 


2-41 


3,4-diF-Ph 


(Pr)2N-CH 2 -C0 


2-42 


3, 4-diF-Ph 


(iPr)2N-CH2-C0 


2-43 


3,4-diF-Ph 


(MeO-CHbhN-CI-fe-CO 


2-44 


3, 4-diF-Ph 


(MeO-CH2 -CH 2 ) 2 N-CH2 -CO 


2-45 


3,4-diF-Ph 


Aze-CH2 -CO 


2-46 


3,4-diF-Ph 


Pyrr-CH2-C0 


2-47 


3, 4-diF-Ph 


Pip-CH 2 -C0 


2-48 


3, 4-diF-Ph 


4- (H2 NCO) -P i P-CH2 -CO 


2-49 


3,4-diF-Ph 


4- (HO-CH2 ) -P ip-CH 2 -CO 

X \A AV_/ wX l£i J X ^ Xr \JXXC* VV \j 


2-50 


3,4-diF-Ph 


4- (HO-CH2 -CH2 ) -P ip-CH2 -CO 


2-51 


3, 4-diF-Ph 


H0-C0-CH2 


2-52 


3,4-diF-Ph 


Me0-C0-CH2 


2-53 


3,4-diF-Ph 


Et0-C0-CH2 


2-54 


3,4-diF-Ph 


H2N-CO-CH2 


2-55 


3,4-diF-Ph 


(Me)2N-C0-CH2 


2-56 


3, 4-diF-Ph 


(Et)2N-C0-CH2 


2-57 


3, 4-diF-Ph 


(H0-CH2 -CH2 ) 2 N-C0-CH2 


2-58 


3,4-diF-Ph 


H0-CH2 -CH2 -NH-C0-CH2 


2-59 


3,4-diF-Ph 


HO-CH2 -CH2 -N (Me) -CO-CH2 


2-60 


3,4-diF-Ph 


Mor-C0-CH2 


2-61 


3,4-diF-Ph 


Pip-C0-CH 2 


2-62 


3, 4-diF-Ph 


Pipr-C0-CH 2 


2-63 


3, 4-diF-Ph 


H0-(CH 2 ) 2 


2-64 


3,4-diF-Ph 


H 2 N-(CH 2 ) 2 
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2- 


-65 


3,4-diF-Ph 


2- 


-66 


3,4-diF-Ph 


2- 


-67 


3,4-diF-Ph 


2- 


-68 


3,4-diF-Ph 


2- 


-69 


3, 4-diF-Ph 


2- 


-70 


3,4-diF-Ph 


2- 


-71 


3, 4-diF-Ph 


2- 


-72 


3,4-diF-Ph 


2- 


-73 


3,4-diF-Ph 


2- 


-74 


3,4-diF-Ph 


2- 


-75 


3,4-diF-Ph 


2- 


-76 


3,4-diF-Ph 


2- 


-77 


3,4-diF-Ph 


2- 


-78 


3,4-diF-Ph 


2- 


-79 


3,4-diF-Ph 


2- 


-80 


3,4-diF-Ph 


2- 


-81 


3,4-diF-Ph 


2- 


-82 


3,4-diF-Ph 


2- 


-83 


3,4-diF-Ph 


2- 


-84 


3,4-diF-Ph 


2- 


-85 


3, 4-diF-Ph 


2- 


-86 


3,4-diF-Ph 


2- 


-87 


3, 4-diF-Ph 


2- 


-88 


3,4-diF-Ph 


2- 


-89 


3,4-diF-Ph 


2- 


-90 


3,4-diF-Ph 


2- 


-91 


3, 4-diF-Ph 


2- 


-92 


3,4-diF-Ph 


2- 


-93 


3,4-diF-Ph 


2- 


-94 


3, 4-diF-Ph 


2- 


-95 


3, 4-diF-Ph 


2- 


-96 


3, 4-diF-Ph 


2- 


-97 


3,4-diCl-Ph 


2- 


-98 


3,4-diCl-Ph 


2- 


-99 


3,4-diCl-Ph 


2- 


-100 


3,4-diCl-Ph 


2- 


-101 


3,4-diCl-Ph 


2- 


-102 


3,4-diCl-Ph 


2- 


-103 


3,4-diCl-Ph 


2- 


-104 


3,4-diCl-Ph 


2- 


-105 


3,4-diCl-Ph 


2- 


-106 


3,4-diCl-Ph 


2- 


-107 


3,4-diCl-Ph 


2- 


-108 


3,4-diCl-Ph 


2- 


-109 


3,4-diCl-Ph 


2- 


-110 


3,4-diCl-Ph 


2- 


•111 


3,4-diCl-Ph 


2- 


-112 


3,4-diCl-Ph 


2- 


-113 


3,4-diCl-Ph 


2- 


-114 


3,4-diCl-Ph 



(Me) 2 N-(CH 2 ) 2 

(Et) 2 N-(CH 2 )2 

(H0-CH 2 -CH 2 ) 2 N-(CH 2 ) 2 

H0-CH 2 -CH 2 -NH-(CH 2 ) 2 

H0-CH 2 -CH 2 -N (Me) - (CH 2 ) 2 

Mor-(CH 2 ) 2 

Pip-(CH 2 ) 2 

Pipr-(CH 2 ) 2 

H 2 N-C0-NH-C0 

(Me) 2 N-C0-NH-C0 

(Et) 2 N-C0-NH-C0 

(H0-CH 2 -CH 2 ) 2 N-C0-NH-C0 

HO-CH2 -CH 2 -NH-CO-NH-CO 

H0-CH 2 -CH 2 -N (Me) -CO-NH-CO 

Mor-CO-NH-CO 

Pip-CO-NH-CO 

Pipr-CO-NH-CO 

H 2 N-S0 2 -NH-C0 

(Me) 2 N-S0 2 -NH-CO 

(Et) 2 N-S0 2 -NH-CO 

(H0-CH 2 -CH 2 ) 2 N-S0 2 -NH-CO 

H0-CH 2 -CH 2 -NH-S0 2 -NH-CO 

H0-CH 2 -CH 2 -N (Me) -S0 2 -NH-CO 

Mor-S0 2 -NH-CO 

Pip-S0 2 -NH-CO 

Pipr-S0 2 -NH-CO 

Mor-CH 2 -CO-NH-CO 

Pip-CH 2 -CO-NH-CO 

Pipr-CH 2 -CO-NH-CO 

H 2 N-C0 

MeO-(CH 2 ) 2 -0-CH 2 
MeO-CH 2 

Me-C0-0-CH 2 -C0 

Me-CO 

Et-CO 

Pr-CO 

iPr-CO 

Bu-CO 

iBu-CO 

Pn-CO 

iPn-CO 

tBu-CH 2 -C0 

cPr-CO 

cBu-CO 

cPn-CO 

cHx-CO 

MeO-CH 2 -C0 

Mor-CH 2 -C0 

Mor-(CH 2 )2-C0 

Mor-(CH 2 ) 3 -C0 
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•2 


-115 


3,4-diCl-Ph 


2' 


-116 


3,4-diCl-Ph 


2 


-117 


3,4-diCl-Ph 


2 


-118 


3,4-diCl-Ph 


2 


-119 


3,4-diCl-Ph 


2 


-120 


3,4-diCl-Ph 


2 


-121 


3,4-diCl-Ph 


2- 


-122 


3,4-diCl-Ph 


2- 


-123 


3,4-diCl-Ph 


2- 


-124 


3,4-diCl-Ph 


2- 


-125 


3,4-diCl-Ph 


2- 


-126 


3,4-diCl-Ph 


2- 


-127 


3,4-diCl-Ph 


2- 


-128 


3,4-diCl-Ph 


2- 


-129 


3,4-diCl-Ph 


2- 


-130 


3,4-diCl-Ph 


2- 


-131 


3,4-diCl-Ph 


2- 


-132 


3,4-diCl-Ph 


2- 


-133 


3,4-diCl-Ph 


2- 


-134 


3,4-diCl-Ph 


2- 


-135 


3,4-diCl-Ph 


2- 


-136 


3,4-diCl-Ph 


2- 


-137 


3,4-diCl-Ph 


2- 


-138 


3,4-diCl-Ph 


2- 


-139 


3,4-diCl-Ph 


2- 


-140 


3,4-diCl-Ph 


2- 


-141 


3,4-diCl-Ph 


2- 


-142 


3,4-diCl-Ph 


2- 


-143 


3,4-diCl-Ph 


2- 


-144 


3,4-diCl-Ph 


2- 


-145 


3,4-diCl-Ph 


2- 


-146 


3,4-diCl-Ph 


2- 


-147 


3,4-diCl-Ph 


2- 


-148 


3,4-diCl-Ph 


2- 


-149 


3,4-diCl-Ph 


2- 


-150 


3,4-diCl-Ph 


2- 


•151 


3,4-diCl-Ph 


2- 


-152 


3,4-diCl-Ph 


2- 


153 


3,4-diCl-Ph 


2- 


154 


3,4-diCl-Ph 


2- 


155 


3,4-diCl-Ph 


2- 


156 


3,4-diCl-Ph 


2- 


157 


3,4-diCl-Ph 


2- 


158 


3,4-diCl-Ph 


2- 


159 


3,4-diCl-Ph 


2- 


160 


3,4-diCl-Ph 


2- 


161 


3,4-diCl-Ph 


2- 


162 


3,4-diCl-Ph 


2- 


163 


3,4-diCl-Ph 


2- 


164 


3,4-diCl-Ph 



Pip-CH 2 -C0 

Pip-(CH 2 )2-C0 

Pip-(CH 2 )3-C0 

Pipr-CH 2 -C0 

Pipr-(CH 2 ) 2 -C0 

Pipr-(CH 2 ) 3 -C0 

EtO-CO 

MeO-(CH 2 ) 2 -0-CO 

F-(CH 2 ) 2 -0-C0 

Propargyl-O-CO 

Et0-C0-CH 2 -NH-C0 

Et0-C0-(CH 2 ) 2 -NH-C0 

Et0-C0-(CH 2 ) 3 -NH-C0 

Et-NH-CO 

H0-(CH 2 ) 2 -N(Me)-CH 2 -C0 

Et0-(CH 2 ) 2 -NH-CH 2 -C0 

Me-NH-CH 2 -CO 

Et-NH-CH 2 -C0 

Pr-NH-CH 2 -C0 

iPr-NH-CH 2 -C0 

(Me) 2 N-CH 2 -C0 

(Et) 2 N-CH 2 -C0 

(Pr) 2 N-CH 2 -C0 

(iPr) 2 N-CH 2 -C0 

(Me0-CH 2 ) 2 N-CH 2 -C0 

(Me0-CH 2 -CH 2 ) 2 N-CH 2 -C0 

Aze-CH 2 -C0 

Pyrr-CH 2 -C0 

Pip-CH 2 -C0 

4-(H 2 NC0)-Pip-CH 2 -C0 

4-(H0-CH 2 )-Pip-CH 2 -C0 

4- (H0-CH 2 -CH 2 ) -P i p-CH 2 -CO 

H0-C0-CH 2 

Me0-C0-CH 2 

Et0-C0-CH 2 

H 2 N-CO-CH 2 

(Me) 2 N-C0-CH 2 

(Et) 2 N-C0-CH 2 

(H0-CH 2 -CH 2 ) 2 N-C0-CH 2 

H0-CH 2 -CH 2 -NH-C0-CH 2 

H0-CH 2 -CH 2 -N (Me) -CO-CH 2 

Mor-C0-CH 2 

Pip-CO-CH 2 

Pipr-C0-CH 2 

H0-(CH 2 ) 2 

H 2 N-(CH 2 ) 2 

(Me) 2 N-(CH 2 ) 2 

(Et) 2 N-(CH 2 ) 2 

(H0-CH 2 -CH 2 ) 2 N-(CH 2 ) 2 

H0-CH2-CH 2 -NH-(CH 2 ) 2 



ffifE# 2 0 0 5 



-3028455 



#® 2 0 0 4 -0 4 9 2 5 5 : 16/ 



2- 


-165 


3,4- 


-diCl 


-Ph 


H0-CH 2 -CH 2 -N(Me)-(CH 2 )2 


2- 


-166 


3,4- 


-diCl 


-Ph 


Mor-(CH 2 )2 


2- 


-167 


3,4- 


-diCl 


-Ph 


Pip-(CH 2 ) 2 


2- 


-168 


3,4- 


-diCl 


-Ph 


Pipr-(CH 2 ) 2 


2- 


-169 


3,4- 


-diCl 


-Ph • 


H 2 N-C0-NH-C0 


2- 


-170 


3,4- 


-diCl 


-Ph 


(Me) 2 N-C0-NH-C0 


2- 


-171 


3,4- 


-diCl 


-Ph 


(Et) 2 N-C0-NH-C0 


2- 


-172 


3,4- 


-diCl 


-Ph 


(HO-CH 2 -CH 2 ) 2 N-C0-NH-C0 


2- 


-173 


3,4- 


-diCl 


-Ph 


H0-CH 2 -CH 2 -NH-CO-NH-CO 


2- 


-174 


3,4- 


-diCl 


-Ph 


HO-CH 2 -CH 2 -N (Me) -CO-NH-CO 


2- 


-175 


3,4- 


-diCl 


-Ph 


Mor-CO-NH-CO 


2- 


-176 


3,4- 


-diCl 


-Ph 


Pip-CO-NH-CO 


2- 


-177 


3,4- 


-diCl 


-Ph 


Pipr-CO-NH-CO 


2- 


-178 


3,4- 


-diCl 


-Ph 


H 2 N-S0 2 -NH-CO 


2- 


-179 


3,4- 


-diCl 


-Ph 


(Me) 2 N-S0 2 -NH-C0 


2- 


-180 


3,4- 


-diCl- 


-Ph 


(Et) 2 N-S0 2 -NH-CO 


2- 


-181 


3,4- 


-diCl 


-Ph 


(HO-CH 2 -CH 2 ) 2 N-S0 2 -NH-CO 


2- 


-182 


3,4- 


-diCl- 


-Ph 


H0-CH 2 -CH 2 -NH-S0 2 -NH-CO 


2- 


-183 


3,4- 


-diCl 


-Ph 


H0-CH 2 -CH 2 -N (Me) -S0 2 -NH-CO 


2- 


-184 


3,4- 


-diCl 


-Ph 


Mo r-S0 2 -NH-CO 


2- 


-185 


3,4- 


-diCl- 


-Ph 


Pip-S0 2 -NH-CO 


2- 


-186 


3,4- 


-diCl- 


-Ph 


Pipr-S0 2 -NH-CO 


2- 


-187 


3,4- 


-diCl- 


-Ph 


Mor-CH 2 -CO-NH-CO 


2- 


-188 


3,4- 


-diCl- 


-Ph 


Pip-CH 2 -CO-NH-CO 


2- 


-189 


3,4- 


-diCl- 


-Ph 


Pipr-CH 2 -CO-NH-CO 


2- 


-190 


3,4- 


-diCl- 


-Ph 


H 2 N-C0 


2- 


-191 


3,4- 


-diCl- 


-Ph 


MeO-(CH 2 ) 2 -0-CH 2 


2- 


-192 


3,4-diCl-Ph 


MeO-CH 2 



[0 0 3 9] 

it&m (i) c^tr 3 #-co-r 4 -?ibz>tt&m\±, tisa&^lt^otm 

<Afe> 

[0 0 4 0] 
[ft 4] 




[0 0 4 1 ] 

±iBa;pK A, B, D, E. R 1 „ R 2 , R 4 RXf n tt«TIBfc RJiftllfcjFU XJi, 7jt 
[0 0 4 2] 
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— ^Xti^^ ^ "7;v^-n^^ y ^ ;v * — ;v<£> <£ 3 ^^n^y^f t;v* y^jvtf 
=-)i>& ; ^y-tf — ;K p — h — ;v3Hi p — — Yu^y-^y 7.)Vtf=- 

(HA lit) 

lAlIgli, (2) Mb^tJ (3) k*. ^Wlt, If^iJo^ETXii 

[0 0 4 3] 

**)-y, ^7°? V ^n-f yXltJSm^-TfriD £ -5 &Iara^b7jt«« ; ^>-*?>> 

^fb$tSt> y^nnx^y, ^ u n^>-£ >XJi n n-^y-tf >o £ 7 ^^uyy^tR 
-ffcdcSEBI ; ¥B*j.?-/k SW^^K R^ynifrK !^S7*f ^(i^llyxf i ^ 

^-9->, >M h^v^c^ >Xte>^?- vy?V 3-;vy^f;vx-f;voJ: d &ji-x;v 
I; 7-feh>, ^ h >\ ^f;HV7*f;^h>, -fv*nvxay^uA 

^/ ><75 «£ 7 h >H ; T-b fxf'j ;vX(i^ VT'fiV- h V ^co £ 7 h 0 ;m 

v FIR ; £ *) -&Xfr*>&"£ib "9#, M^fi N ;Nn^<b#Hb7jC3lffl 

[0 0 4 4] 

( 1 ) ;Vy7x KXIi^7i-^^*y ;V7 v K©i 7 ^iix^f 

(2) 1, 3 - v~>y- n^^r ->;i/#;i/*K>M 5 h\ 1, 3 - v-f V 7°n tf )VtfV4 5 
K5gL < fi 1 3 - ^7577°ntf^) *W-fU'lfO*Jl'* 

-t: Kn^fy^7v>^ U\ 1 - t Fn^f^V/l> 'J7V-^iL( i±N-t Kndf 
v- 5 2 , 3-y*^^v^5 KOi^^N-t Kn^yiwffi^ 

'( 3 ) 2 , 2 ' - v tf 'J v ;v ^^77^ K^L<tt2, 2 ' - > 7 
yt)l/7 7^ KOiHW77 W KSfc h 0 7^~;i/*j*7M < ti h V 7-7 ;v 

*x 77 << y<D£d 7 <t y ; 

(4) N, N* - y ^ 7 y > 5 y * - f ^ - b , y-2-t°'Jy^ iJ-tf^—Y^ 
L<iiS, S' -Vf* (l-7x-;V-lH-7f7/-;V-5-^il/) Vfitli ~tf* 

- h-CDJ: a hSI ; 

(5) N, N' -tf7 (2 -t^fV- 3 -^^V* 1 ; -*X7r^n 7 ^K 

(6) N, N' -'^^V>"f 5 Vfr***f V- N, N' -y77;V-(5 Ft^ff> 

- n, N' -e^ ( 5 -y frtffr^y- 2 , 3 - y-tofrtf* : y-i < *3c*fv- 

K 1, 1' -tf^ (^ > /7 s h , J7y , J;V) t^rf 1, 1' - If ^ (6-7D0 

^vy*F'J7V'J;v) t*fV- h^L < ti 1 , 1' - ^ ^ (6-HJ7;i/tn^ W 

(7) HtrlH*^7 >»t 7y*y*;^*Vtyxf^L < it 1 , 1' - (77*^*^** 
^if^U *?><D£ d ^ 7 7-7 * J^*7ix7 f JVXIi 7 7 y * ;v,f^r v 7 5 K£<3 
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(8) N-^fr- 5 -7.x^.;W V^-^^-V"'; ^ A- 3 ' b O J; 9 - 
&MTfr-*fr- 5 -TV -;W yt+tVJ <7 a- 3 ' -*/nfc?-- big ; 

(9) v- 2 - if U y;vi?-tl/- J; 9 4^07^-^*1/= KSH ; 

(10) p — — b u^z/^z/^frfr—fr h y 7VJ K©iH7'J —frxfr&—fr hVT 
v~y K£i ; 

(11) 2 -^n;v- l -^;i/fcfij 5>—*A 3-^K©iU2-^n-i-jg;iR 
y/i^ufy -7— y a ^9-fK3g; 

(12) 1, 1' -**ify fry 4 5 ^v*-;i^l < ttN, N' -*M-^y>f 5 
-JKDi^^ 5 ?V-fr% ; 

(13) 3-xfjv-2-^no-^V!/f-7/ l J , )A 7;vtn>^>- b <£> <£ 7 & 3 — 
i&B.T fr^fr- 2 -;\ny>-^>yf 7V*'J A -7;v^n^lx-Mg; 

(14) 3 -^f^-^>yf7V-;V- 2 -fen >Oi -9 & 3 - T fr * fr - y V 
f7/-^- 2 -tu^m ; 

(1 5) 7x-)Vy^on*^7x-^Ua* ,| J*^7x-F x.^r-fr<D X 

y^- vm ; 

(16) ^Dn^;v*-ji//fv>7^-f©J:^ fc^nyy — /i^f y>7^- bS 

(17) hVjitf^i/'J^n'j KiKIU'J xf;i/y y n 1; Koi ? ^;\nfy 
; 

(18) * >xfr*—fr?u y K^j; 9 &®jRT^* fr* — ;wn 9 >f KfcTflBtt3fe 
<z>>B.#* ; 

(19) N, N, N' , N' -r^^Wnn^^y^A^niJKOiHN, 
N, ISP , N' -T- h7©iR7)l'^^nyysJ>^-7 5 y^A^uV F|R ; 
t?abi9»> Jiffi (5) t*4 0 

[0 0 4 5] 
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H H , fM^J (^J x. J2\ fc^ > *f * 3 - * ^ ) , T?T*£f fcSfl (M x. t£, Tween 80^ L < It 
Span i^^^'J VJV^- Xti^-ffc^ v*ffr 3->)A<7) i ^M-M»J) , & 

tU^o f^, HMi4, mmikM «§ H H H ®-t;vn-^. ^jv^y^fiv 

, fi^ftaotl^X^ WxWTigPi5t5-<0»'frfc:»±, )SAWUi0*fcD, 
TRi U0. 1 mg L< J4, lmg, MKSPS L< 14, 5mg) , ±Ut Lt, . 

1 0 0 Omg (£pi L < (4, 1 0 Omg, Sfc£P£ L < {4, 5 Omg) £ 1 03: fcf4ifcIU 

lHSfc"), TE&i: LT 0. 0 1 m g (0t L < t± 0 . lmg), ±BBfc Lt, 100m 
g pL<l±10mg) & 1 EI£fctt»iafc#tf-C\ ffittfcfD CTt4t £ i t **S £ 

[0 1 19] 

19, TRfc LT 0. 01/ig/kg (#£ L< ti 0 . 05//g/kg) , ±WLb LT, 1 
0 0 0 ^g/kg (Sff L< t4 1 0 0 ft g/k g, 4 L< 54 2 0 ^ g/k g) 4:1 

[0 12 0] 

flfisS; (i) ^^■i-^»jb^%x^^w^a±if#$^^ilt4, xa-n^-> 

(NKi , NK 2 XtfNKa ^##0 WtLtlgW^^L, < , # 

L< ttt&iSBWfc Lttl-eftio 

[0121] 

m-n~, «^u, mmu mmMRvtnmmzmwr^mzzv&msKmm-f&tf 

[Hifcfflll] 1- (2- ] (2R) -2- (3, 4-y^DD7i^V) -4- [3, 

(2S) -2 - [ (T-feh^» T-fehdrv] } -f>^>-l, 4' -tT^V^V &Bfe 

1- (2- I (2R) - 2- (3, 4->7nn7i-)V) -4- [3, 5 - tf* (h 
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'J7Wn^f;v) ^e;v* V 2 -4 M x^v [ (2S) -2 

-HFn^y] ^>^>--l, 4' - tf ^ V y >150mg(0. 214mmol) fc P S - V k° 
;l/xf;i/7 5 ^320mg(l. 07mmok 3. 3mmol/g) O h (3. OmD^vS^, T-bh^f'>T-fe 

fJV^n'J K0.07mL££n;L£o i?K'2 O^&limi ^iBKJ: «3 MM*'®- «5 Bfcv>fc 0 

>V^ * y - TV = 10/1) «£ 19 mULtzfe, ^ 9 ; - )V (5. OmL) K» U 4 Igliyt 

»L7t 0 #<^£3M£^^>J: WUIU «SB<b^l71mg ( JR* : 9 5%) &6 



1 H-m%M^mxs<? (400MHz, DMSO-de) Sppm : 8.45-8.01 (3H, m), 7.85-7.12 
(7H, m), 5.43 (1H, bs) , 4.56 (2H, bs) , 4.21-1.62 (24H, m) . 
feft-WBLX**-? Y & v max cm" 1 (KBr) : 2961, 1748, 1646, 1474, 1439, 1376, 1282, 
1186, 1137, 905, 681. 

vXX^^ Ml/ (FAB) m/z : 801 ((M+H) + , 7V-#) 
(C38H37CI3F6N2O6 b Lf) 

ftJMI(%) : C:54.46, H:4.45, N:3.34, F:13.60, CI: 12. 69 

HrI!KI(%) : C:52.13, H:4.54, N:3.43, F:12.23, CI: 11. 83 
mtftm : [ah 20 =+39. 5 (c=1.00, *?y-)i<) 

[^Jfe0B2] 1- (2- { (2R) - 2- (3, 4-^nn7i-*) -4- [3, 
5-tf* (h'J7JVtn^f;i/) ^>yM;v] V >- 2 ->f ;v| x:^;v) *t°n j 

(2S) - 2- [ (3, 3 -vM *f-fr-T9 J 4 )V) } 4' - if ^ 

1- (2- { (2R) -2- (3, 4-7^DU7x^) -4- [3, ( }> 

'J7Wn^f^) V >- 2 -A M xvfn [ (2S) -2 

-tFn^y] ^^-1, 4' - tf^ 'J 2> >150mg(0. 214mmol) b 3 , Z-*J*?-fr"f 
^ n 1; FtrfflV^TM 1 fcra#teK)£*?fV>, $KfHlfc£-i|&143mg (Jfcsg : 8 0% 

) fcfifeltlli: Ltfffc, 

v max cm" 1 (KBr) : 2960, 2658, 2553, 1725, 1647, 1475, 1439, 1 
375, 1281, 1240, 1186, 1139, 905, 757, 681. 
-?7s7,s<Z h ;V (FAB) m/z : 799 ((M+H) + , 7'J-f) 

[*IM3] 1- (2- I (2R) -2- (3, 4-y^nn7i-jV) -4- [3, 

(2S) - 2- [ (is? u ^ * is ;U) } Jyfy-i, 4' -fcf^ij 

1- (2- I (2R) -2- (3, 4-y^nD7xx;v) -4- [3, 5 -if* (h 
V^;v^-n^^;v) ^>y^;v] ^;v*V >- 2 ^f-;v) *tfn [ (2S) -2 

-tKn^fy] -f^^^-1, 4' - fcf^V v>150mg(0.214mmol) t n^dr^#;V 
*>t^a'J K^fflV^T^Jfeflll t^^^jS^^fV^ IIIMb^tJl85mg (JfcJ** : 9 9% 

) *efeit H B H ^LT#7to 

aNWDU'** MV y max cm" 1 (KBr) : 2933, 2857, 2657, 2477, 1726, 1647, 1473, 1 
452, 1440, 1376, 1281, 1246, 1185, 1170, 1138, 1029, 905, 757, 681. 
■7**^ h )V (FAB) m/z : 811 ((M+H) + , 7'J-#:) 

[$kMM4] 1- (2- I (2R) - 2- (3, 4-y^nD7i-^) - 4- [3, 
5 -if* (F'j7JVtn^fjv) ^>vM;v] ^e;v* V >- 2 ;v| -x^;v) *t°n j 
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(2 S) - 2 - [ !>^y7*f;V) ~>] I W 1 , 4 ' -fcT^'J v> % 

1- (2- | (2R) - 2- (3, 4-^nn7x-jV) - 4- [3, (h 
'j7Wn^f^) ^>-vM;v] -=e;v^ y 2 ;v| ^^-;i/) ;*t?n [ (2S) -2 
-fcFnJfy] -f>^>-l, 4' - tf^U v >150mg(0. 214mmol) t J Y * */ T %.*J- 9 

n'j F^m^xmmi tmm^K^^. mmt^ms.omg mm: 5 7%) ^s-fe 

#«iR^^^ ymax cm" 1 (KBr) : 2930, 2655, 2508, 1749, 1645, 1473, 1457, 1 

439, 1376, 1363, 1282, 1186, 1136, 1028, 905, 758, 681. 
^TsTs^t MKFAB) m/z : 773 ((M+H) + , 7'J-#) 



[£JfrW5] 1- (2- | (2R) - 2- (3, 4-y?D07i-*) -4 - [3, 

(2S) -2- [ (y^n7nf;^j^^;v) } l, 4' -tf^U 

1- (2- | (2R) - 2- (3, 4-^OD7x-jV) - 4- [3, 5-tf.X (h 
'j7Mn^f-^ ^>y"M;v] y 2 ->f M .x^/v) *H°n [ (2S) -2 

-tKn^y] ^>^>-l, 4' - fc^ V 5> >150mg(0. 214mmol) £ *s ? n 7"n;ry j] ;v 
sK>^ny F^fflv>t»Jl fclTOfcSJSfcffv^ #fBfl^%72. Omg ( JRJ* : 4 2% 
) ^fefo B a tLt#/;o 

^ * h ;V y max cm" 1 (KBr) : 2926, 2482, 2406, 1724, 1646, 1473, 1439, 1 
392, 1376, 1281, 1172, 1139, 1071, 1029, 905, 758, 681. 
^r7s7ss<? WKFAB) m/z : 801 ((M+H) + , 7 'J -ft) 

[Iii6] 1- (2- | (2R) - 2- (3, 4->^nD7i-;V) -4- [3, 

(2S) - 2- I [ (^e;i/*i; l ->f ;i") r-fe^;v] ) >f>^>-i, 4' 

1- (2- I (2R) -2- (3, 4-y7nn7x^) -4- [3, (h 
V7Wn^f^) ^e;v* V 2 -4 ;v( .x^;v) *t?n [ (2S) -2 

-kKn^y] -i>^>-l, 4' - \L*< U v >400mg(0. 57mmol) , 2 — U >Sfc&2 
48mg(L71mmol)S.r>^ 'Jxf^7< >0.48mL(3.42mmol) Oig^ f- V ^»fcl2mLfc, 7jC<% 
I#T, N, N-k'X (2 -t^fV- 3 -^^V 1 ; v-;v) - 7 ^ n 'J K43 

5mg(l. 71mmol);&a f 4 - (y7f^757) tf'J v >'7mg(0. 057mmol) ^tltlx.^ 1 Bf F^M?m 

m * «JEg* Lxnh ivtznm. *y'J*Wnv^77^ - (v#tB il : ^ f - U 
= 50/1-100/3) ('-CttSiU WM / lt&m<V7 V -#337mg ( W : 7 1%) 

[0122] 

Whfitzm^t^coy V -#336mg(0.405mmol)H^^y-;V5mL*j]nx.-CWL, 4 
«BB-fb^341mg (JR* : 9 3%) *&&mfot LT#7t 0 

1 H-»^,*RI^^^ (400MHz, CDs 0D) Sppm : 8.20-7.92 (3H, m), 7.87-7.20 (7 
H, m), 5.70-5.40 (1H, m) , 4.55-1.80 (30H, m). 

Yn> ymax cm" 1 (KBr) : 3422, 2928, 2873, 2646, 2551, 2424, 1750, 1 

ffifiE# 2005-3028455 



#M 2004-049255 



^-v: 36/ 



695, 1645, 1473, 1457, 1440, 1376, 1281, 1240, 1224, 1206, 1186, 1138, 1109, 109 
8, 1073, 1049, 1027, 905, 757, 681. 
v**^h;v(FAB) m/z : 828 ((M+H) + , 7'J-#) 
Ttmfrtftm. (C40H41CI2F6N3O5 • 2HClt IT) 

fHMt(X) : C:53,29, H:4.81, N:4.66, F:12.64, C1H5.73 

mwm(%) : C:51.97. H:5.05, N:4.60, F:ll.48, CH15.39 
ikitm : [«]d 20 =+44.2 (c=i.00, *9J-fr) 

[tIM7] 1- 12 - [ (2R) - 2- (3, 4-^nn7x-*) -4 - (3, 
4, 5 - h U ^ h ^y^>y^ ;v) •=e^* V >- 2 /w] *fcfn ( (2S) - 

2- I [ (*^*u ^- 1 ;v) ^-^rv[ ) j>y>-i, 4' -tf^Vv* 

1- |2- [ (2R) - 2- (3, 4-y^nn7x^;V) -4 - (3, 4, 5-h'J 
^ h ^rv^^vM ;v) ^e;v* V >- 2 ->f ;v] xtfn [ (2S) -2-kKn^f 

v] ^ > ^> - 1 , 4 ' - <f ^ V y >350mg(0. 534mmolh 2 <j >^M232mg(l. 60 

mmol), h V ^ ^0. 45mL(3. 20mmolK N, N-tfX ( 2 - ^^r V - 3 —***)r V 

Vv-;ix) 7 ^ n 'J K408mg(1.60mmolK $^4- (y^f^T^) If U 

^>7mg(0.057mmol)^fflV^TH^6 tlSJ^^KlS^^fV^ }Iffi-m^%404mg ( JpU£ : 8 
3%) *6fei#iLT#fc 0 

1 H-^fH^i*P,|^^^ h;l^ (400MHz, CD3OD) Sppm : 7.87-7.20 (7H, m) , 6.70-6.60 ( 
2H, m), 5.70-5.38 (1H, m) , 4.50-1.80 (30H, m) 

^WDLX^ h ;V v max cm" 1 (KBr) : 3426, 2936, 2872, 2644, 2537, 2423, 1750, 1 
634, 1583, 1505, 1462, 1427, 1415, 1380, 1330, 1269, 1228, 1207, 1125, 1075, 102 
6, 1004, 927, 901, 871, 831, 762, 723, 678. 
■?XXs<? Y )V (FAB) m/z : 782 ((M+H) + , 7'J-#) 
7C*^Wt (C41H49CI2N3O8 • 2HC1 • 1.5H 2 0t LT) 

ft#ft(%) : C:55.79, H:6.17, N:4.76, CI :16. 07 

*«Ht(X) : C:55.87, H:6.07, N:4.69, CI. '16. 37 
Mitm. : [*]d 20 = +39.5 (c=1.00, 

[«M8] 1- (2- j (2R) - 2- (3, 4-y^nn7x^) -4- [3, 
5 -if;*. (f'j7jvtn^f jv) '•o- ;v] ^iiffc^y—l-AM xtfn ( 

(2 s) -2- I [ (4-^e;i/*v )V) 7^y-r;u] ) -i 1 

, 4' -tf^Vv> 

1- (2- I (2R) - 2- (3, 4-v?nu7i-;U) -4- [3, 5 -If* (h 
1; 7;v^-n^ ^;>yM;v] ^e;^ V >- 2 ->f M ;v) *tfn [ (2 S) -2 
-tKn^rv] -f>^>-l, 4' - If ^ U v >212mg(0. 302mmol) „ 4- j e;V* 1 J>'S^ 
262mg(1.51mmolK h V xf jVj ^ >0.42ml (3. 02mmol), N, N-tf* (2-^V-3 

7 -f n 'j K384mg(1.51mmol), S-cM- (v^^VT 

5 7) If U v>4mg(0.03mmol) £fflV>T|d&#!)6 EM&Kafc&frV^ IIfS<b^l82mg ( 
JRsp : 6 7%) LT#7t 0 

^^MX^^^ hfr y max cm" 1 (KBr) : 3436, 2927, 2874, 2653, 2558, 2461, 1733, 
1644, 1472, 1457, 1440, 1376, 1282, 1243, 1183, 1138, 1108, 1096, 1028, 981, 928 
, 905, 759, 681. 

vj**^* b )]/ (FAB) m/z : 856 ((M+H) + , 7'J-#) 

[»19] 1- (2- I (2R) - 2- (3, 4-^nn7x-Jl/) -4- [3, 
5-tf* (f'J7JVtn^f jv) **yV4fr] y- 2 -4 )i>\ x.^-ju) *tfn ( 
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(2S) - 2- t [ (3 -*A/* V 4 ->f/U) 7°n^V^;V] ) 4 ^9"*- 

V '^'^(2 R) - 2- (3, 4-^nn7x-;v) -4- [3, 5 - tf * (b 
V yjvJru* ^-\) ^>vM;v] ^E/l/sfcy >- 2 --OW xf)l/) *t?n [ (2S) -2 
-HFD^Py] >f y&y- l , 4 ' - tf^V y>2 18mg (0 . 3 11 mm o 1 ) > 3 
-^E;V*V >"7°n tf ^->^247mg(1.55mmol)> h U xf;V7 ^ >0.43ml (3. lOmmol), N, 
N-tT-X ( 2 -*4r V- 3 -t^r^W V=-)V) - 7 -T y^.? n U F395mg(l. 55mmol 
K S.^4- (-/7f^7 5;) t°V v>5mg(0.03mmol) ^ffiV^rHifefll 6 t IWI^ft^RJ^^ 
ffv>. «|5jk^l58mg (JRSp: 6 3%) £ SfeHfrfc L*C»fco 

Ml' v max cm" 1 (KBr) : 3438, 2928, 2873, 2653, 2560, 2458, 1737, 1 
644, 1473, 1458, 1440, 1376, 1319, 1282, 1185, 1137, 1110, 1095, 1047, 1028, 987 
, 905, 759, 707, 681. 

vj**^ h ;V (FAB) m/z : 842 ((M+H) + , 7V-#) 

[HJfeflfllO] 1- (2 - | (2R) - 2- (3, 4-7^on7x-;V) -4 - [3 
, 5-tfX ( h y 7)l'*v* ■5 L ;v) ^>vM;v] ^e;v* 'J > - 2 - 4 M *tfn 
( ( 2 S) - 2- ! [ (2 h * '» J- h^->*;V>J?-;V] ) >f 1 , 

4' -tf^<yv> 

1- (2- I (2R) - 2- (3, 4-y^nn7x-M -4- [3, 5 - if* (h 
n^tn^W) -^yVJ A/] ^;v*y >- 2 --f ;W x--f-fl/) *tfn [ (2S) -2 
-t Fndry] ^>^>-l, 4' -if^U y >150mg(0.214mmol) fc 2 Y^i/J^-f-)]/ 
? u u*ji>* - h £ffl^T*Jt#!l 1 tmm^BUBin^. m&tt&Wl72mg (iRsp : 9 6 
%) ^S^tLW:o 

**MRJR.X ^ h ^ v max cm" 1 (KBr) : 2928, 2481, 2393, 1746, 1646, 1473, 1440, 1 
363, 1282, 1266, 1186, 1137, 1027, 905, 681. 
v* * ^ ? h ;w (FAB) m/z : 803 ( (M+H) + , 7'J-f) 

[HJfeffill 1] 1- (2- I (2R) -2 - (3, 4-^nn7x-;V) -4- [3 
, 5 -if* (F'j7;^n^f;v) ^ y -^v* y 2 ;W .x^;v) *tfn 

i (2S) -2 - [ (xf^y*;^f^^) } <4>y>-l, 4' 

1- (2- | (2R) -2- (3, 4-^OD7i-*) -4- [3, 5 - If * (h 

'J7^tn^f;v) ^ > v'-Ov] ^E/i/sfry >- 2 ->f ;W -x-^;v) xtfn [ (2 S) -2 
-kKn^fy] -f^^-l, 4' - tf ^ V y >150mg(0.214mmol) t xf^^ n n^;v^ 
- h 1 fcrattKRJEBSrfrV^ ^|Bjb^l65mg (JRsp : 93%) «rfi-fett 

St LT#7t 0 

^M*^ v max cm" 1 (KBr) : 2927, 2481, 2404, 1743, 1647, 1473, 1439, 1 

375, 1281, 1266, 1186, 1139, 905, 681. 
v**^? MKFAB) m/z : 773 ((M+H)\ 7V-#) 

[£SJfcflll2] 1- (2- | (2R) - 2- (3, 4->^nn7x^) -4- [3 
, 5 -if* (f'j7jvin^f jv) ^>-W;v] U >- 2 --f ;v( ^^;v) *t°n 

( (2S) -2- I [ (2-"7;V^-n) x^->A^;l.] ) -fV^V-l, 

4' -t?^>Jv> 

1- (2- I (2R) - 2- (3, 4-y?nn7xx^) -4- [3, 5 - If * (Y 
y 7 & 3r u * fr) ^<yy*y ;v] ^e;v>}s y 2 ->f ;W xffl/) *t?n [ (2S) -2 
-tFn^y] 4yt?y-l, 4' - H° ^ V 'J >150mg(0. 214mmol) t u u 
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- h £Jf^T^jfe$) 1 t mMKfrm*ft^^ «f2^%50.0mg (JRS£ : 2 8%) ^ " 

;A 

v max cm" 1 (KBr) : 2960, 2481, 2400, 1748, 1646, 1473, it^^S^fi 
377, 1282, 1267, 1186, 1138, 905, 873, 681. 
~^7s7s^9 h )V (FAB) m/z : 791 ((M+H) + , 7'J-#) 

[**«13] 1- (2- | (2R) -2- (3, 4-^nn7x-*) -4- [3 

( ( 2 S) - 2 - | [ (7 0 n/-?;i^~;v) t^y^J^f-Ji/] ) <iy*?y-\, 4 

1- (2- | (2R) -2 - (3, 4->^nn7x-f) -4- [3, 5 - If* (h 
'j7Hn^f^) ^>vM;v] V 2 -<f;v} xf>^) ^t°n [ (2S) -2 

-tFn + y] -f>-^>-l, 4' -H°^V v>150mg(0.214mmol) i:-7°n/^;v^;v^ nn 
F^V>tI|f|l fclTOKRJSfcfr^ aHB^k^»170mg ( W : 9 7%) £ 

MM^^^ v max cm" 1 (KBr) : 2925, 2484, 2410, 1750, 1645, 1473, 1439, 1 

377, 1281, 1264, 1186, 1139, 905, 681. 
~?7X^7 h jV (FAB) m/z : 783 ((M+H) + , 7'J-#) 

[**W14] 1- (2- | (2R) - 2- (3, 4-y^no7ix;v) -4- [3 
, 5-fcf;* (MJ7^tn^f^) U >- 2 --f M ^)V) ^tfn 

[ (2S) - 2- ( | [2 - #;w?^-f;v( ] 

> ^ > - 1 , 4 ' -k"^'Jyy 

1- (2- ! (2R) - 2- (3, 4-y^nn7xx^) -4- [3, 5 - tr* (h 
'J7^tn^f)i/) ^^VM;v] t^*y/-2-'f^| ^^;u) xtfn [ (2 S) -2 
-U'D^.y] ^>^>-l, 4' - tf^V V >150mg(0.214mmol) t P S V"fu \£ 
;i/^c-f-;i/7^ >320mg(l.07mmoU 3. 3mmol/g) h ;V.x y (3. OmL) t:: , .x h ^ v # ;v ,1? 
x*xf;H7y7^~ h0.08aiL*inx.feo 8 0°Ctr2 0R#WiJE£N&, »?#JB* 

m-Mlktruy/s* * ; - fr = io/i) KX^mmLfz^ ^y-M5.0mL)K'Mu 

4m^Smv^ d r-9->V#^(0.5mL)^inx.7t o BWT^l^giL/cf , 

: 2 4%) *efetiiUflfc, 

1 H-M^q|^^^ (400MHz, DMSO-de) £ppm : 8.31-7.98 (3H, m), 7.88-7.08 
(7H, m), 5.24 (1H, bs) , 4.18-1.57 (31H,m). 
^VWl^ITs^? Y )V v max cm" 1 (KBr) : 2958, 2657, 2564, 1723, 1644, 1525, 1376, 1 
282, 1186, 1139, 758, 681 

~?7s7ss<7 Ml/ (FAB) m/z : 844 ((M+H) + , 7'J-#) 
X*a-#Hit (C40H42CI3F6N3O6 t LT) 

ffJHB(X) : C:54.52, H:4.80, N:4.77, FH2.94, CI: 12. 07 
: C:51.32, H:4. 77, N:5.35, FH0.92, CI: 12. 04 
IfeftJg : [«]d 20 =+42.1 (c-1.00, 



15] 1- (2- I (2R) - 2- (3, 4 -^nn7i-^) - 4 - [3 
, 5-tf;*. (H'j7Wn>^) y «=e;v^ i; >- 2 ;v( jr.f-;v) 7t'n 

[ (2S) -2 - ( I [3 - (xf^y^jWfxjk) 7°nt?;vj # 
] W^f-l, 4' -t'^Vy> 
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1- (2- I (2R) - 2- (3, 4-^nn7x-JV) -4- [3, 5 - If* (h 
i;^;v^-n^^;v) ^>yM;v] -t^* V y- 2 ->f ;v| *t?n [ (2S) -2 

-UKU^v-] -O^y— 1, 4' - tf^V v>-150mg(0.214mmol) t^- h 3r y # ;t^— )V 
7°n tf;W V v7*~ 4 pg«U~£U£^T Mf5^%38. Omg 

m : 2 0%) ^afe^ H B a t Lxmzo 

Mtt^^^Hl' v max cm" 1 (KBr) : 2953, 2655, 2560, 1720, 1644, 1527, 1440, 1 
376, 1282, 1185, 1139, 1029, 758, 681. 
v**^ h ;i/(FAB) m/z : 858 ((M+H)\ 7'J-#) 

[HJ&flfl 1 6 ] 1- (2- | (2R) - 2- (3, 4-y^nn7i^v) -4- [3 
, 5-tf* (pj7;vtn>f;v) ^wV;v] -t/i^y y- 2 — >f ;W *tfn 
[ (2S) - 2- (xf j^;v;^^jvt^y) ] -fy^y-1, 4' -tf^'Jyy % 

Mini 

1- (2- ! (2R) - 2- (3, 4-^nn7i^) - 4- [3, 5 - (h 
'J7;vtn^f;v) ^^/^] ^e;v* V y- 2 -4 M *t°n [ (2S) -2 

-KKDtV] -f 4' - tf^'J v >150mg(0.214mmol) t^^-;V-f V vT^- 

vttm^xmmmi 4 tmm-Kfcztf^, sia^%68.om g ok*: 3 9%) ^e-feit 

aS^RJRX^^h*' y max cm" 1 (KBr) : 2971, 2495, 2417, 1714, 1645, 1518, 1473, 1 
440, 1376, 1281, 1186, 1139, 1029, 905, 681 
t**^ Ml' (FAB) m/z : 772 ((M+H) + , 7'J-#) 

mmmi7~] l - (2- | (2R) - 2- (3, 4-y^nn7x^) -4- [3 
, 5-tr* (F'J7;vtn^f;v) ^^yM;v] V >- 2 -^f M *ifn 

[ (2S) - 2- (xb + i/*fl/ij?iWfW)l'^'fW*'>) ] -fy^y-1, 4 

1- (2- I (2R) - 2- (3, 4-^^no7xx;V) -4- [3, 5 - If* (h 
']7JVtn^fji/) ^yy-ov] V y- 2 -y M ^-^^) *t°n [ (2 S) -2 

-t Kn^y] <4>y>— 1, 4' - tf ^ U v ^150mg(0. 214mmol) ^ h 3f ~> * ;v 
> v ~>T*- h *m^x^MM 1 4 fc WfllfcKJfcfcfr SIB-fk^53. Omg (Jfc* 
: 2 9%) ^6M H B B at#/; 0 

afcfl-BUDW^ v max cm" 1 (KBr) : 2961, 2657, 2562, 1722, 1645, 1521, 1474, 1 
440, 1376, 1282, 1186, 1139, 905, 758, 681. 
•v**^ h )V (FAB) m/z : 830 ((M+H) + , 7'J-#) 

K1I18] 1- (2- | (2R) -2- (3, 4-y7Dn7x;;v) -4- [3 
, 5-H^* (f'j7^tn^f;l/) ^yV^^] y- 2 --f ;V( -x-^-JV) Xtfn 

[ (2S) -2- ( i [N- (2-bKndfi/xf;i/) -N-^f;V75^] 7-fef^W 
**~» y^y-1, 4 ' - tf^V Vy 

I 8 a] 1- (2- I (2R) - 2- (3, 4-^nn7*-^) - 4- [ 
3, 5 -if* (pj7;v*D^f;v) ^yyM;v] ^^;v) *tf 

n [ (2S) -2- (/•ntT-fef/l') *^r->] >fy^>-l, 4' -fcf^Vi^y 

1- (2- | (2R) - 2- (3, 4-y?no7x-;V) -4- [3, 5 - tf* (h 

l J7A'tn>fji') ^yy^f;i/] ■=& V y- 2 -4 ;H ^^-;v) *t°n [ (2 S) -2 
-HFn#y] >f>^>— 1, 4' — tf^V v ? yi0.0g(14.3mmol)$.£J f h U ^-f-J^T 5 >2 
.78mLO^b^^^y W200mLH, #.i$«fc#T\ 7*n^7*f^/n5 KfciffiTU 
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I 9 8 %) ^SfeH^t LT#7t 0 

1 H-^1!^p,|^^^ (400MHz, CDCb) £ ppm : 8.20-7.10 (10H, m), 5.80-5.30 ( 
1H, m), 4.65-1.40 (22H, m) . 

l^V y max cm" 1 (KBr) : 2974, 1741, 1645, 1473, 1458, 1437, 1375, 1 

280, 1185, 1163, 1139, 1109, 1047, 1029, 992, 927, 905, 849, 758, 722, 705, 681. 
^77,^-7 h )V (FAB) m/z : 821 ((M+H) + ) 

8b] 1- (2- | (2R) -2- (3, 4-7^nn7x-;i') -4- [ 
3, 5 — tr* (h'j7;i/tn^f;i') ^>v"M^] V > - 2 - ;H -x-f-;v) * if 

n[ (2S) -2- ( j [N — -N-^fiV75 y ] T-b^;v 

^fe^ll 1 8 a-Ci#e^L7t 1 - (2- | (2R) -2 - (3, 4-y^nn7x-iV) - 
4- [3, 5 -if* (HJ7JVtn^f;v) ^^vM^] U >- 2 — ;V( .x.-f-/u 

) *fc?n [ (2S) - 2- (/n^T-fc^V) >f > ^ > - 1 , 4' -n°^'Jy> 

200mg(0.243mmol)c7)T-t h-b'J ;VtI^N-^f ;Vx^7-;V7 5 >60^ L(0. 75mmol) 
£ im x. . 5 0 "C"C 5 R#|Mj « L /£ o RJiSift K *frf fc ^ * V > £ tia x , * *38« £ j&jffi<c**-c 

Hovf^77^ (?#&?#$!: Mb ^ V>/2 -7n^v -;v = 10/1-5/1) 

* 7 -;V5.0mUC?#fi? U 4 S5fe*Bft^* ^ 0mL*Jnx.fc o WtffcjRfcfliffi 

IBjk^39mg (M : 18%) *fifel#fcltttft 0 

1 H-^$£^IJ§*^ (400MHz, CDsOD) Sppm : 8.20-7.91 (3H, m) , 7.86-7.08 ( 
7H, m), 5.72-5.32 (1H, m) , 4.55-1.65 (29H, m) . 

faW-WVL*'** >JV v max cm" 1 (KBr) : 3344, 2926, 1645, 1474, 1458, 1439, 1376, 1 

281, 1186, 1165, 1139, 1109, 1047, 1029, 988, 972, 927, 905, 849, 830, 758, 722, 
707, 681, 623. 

v 77.^7 h )V (FAB) m/z : 816 ((M+H) + , 7'J-flt) 
7G*^*f* (C39H41CI2F6N3O5 -2HC1^:LT) 

t\mU : C:52.66, H:4.87, N:4.72 

WSML : C:52.72, H:4.59, N:3.73 
mytm : [«]d 20 = +36.3 (c=1.00, *7 7-)l>) 

[«f!)19] 1- (2- j (2R) - 2- (3, 4-^^nn7xx;V) -4- [3 
, 5 -If* (b'J7Wn^f^/) 'J 2 — >f ;M -xf-;ix) ^tfn 

C (2S) -2- ( I [4- (7 5 7*;V*-;v) fc? ^ 1; *; > - 1 - j ;v] T-tr^W * 
v) ] -f > ^V- 1 , 4 ' — tf^'J v > Zlii 

**«18afft?)*Lftl- (2- I (2R) -2- (3, 4-y7nn7xx;v) - 
4- [3, 5 — if* (b'j7;!/tn^f;v) ^ > W ^e;u* y ;x- 2 —4 ;M 
) *tfn [ (2S) -2- (7n^7-kf^) t^fy] 4 1 , 4' -tf^Vv> 

200mg(0.243mmolK V-^n^ ^ K86mg(0. 75mmol) ^Mv>T^W 18b Eltt £I£JES 
SrffV^ irefh^43mg (JRJfs : 1 9%) £ fifeHfrh LTtf/co 

1 H-M^,*Hl*^^ h/U (400MHz, CD3OD) 5 ppm : 8.20-7.90 (3H, m) , 7.86-7.11 ( 
7H, m), 5.73-5.33 (1H, m), 4.55-1.70 (30H, m) . 

i^KiR*^ MV vmax cm" 1 (KBr) : 3384, 3180, 2929, 2651, 2553, 1750, 1646 
, 1472, 1456, 1438, 1402, 1376, 1282, 1241, 1186, 1140, 1109, 1098, 1028, 952, 9 
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05, 757, 723, 707, 682, 637, 622, 543. 

h ;V(FAB) m/z : 869 ((M+H)\ 
7C*^Wt (C42H46CI2F6N4O5 • 2HC1 • 5H 2 0t Lt) 

ff|fft(%) : C:48.85, H:5.47, N:5.43 

Hi B .!Kit(%) : C.:48.61, H:5.23, N:5.27 
WtBL : [«]d 20 = +49.9 (0O.8O, *?y-)P) 

Kl|fJ2 0] 1- (2- I (2R) - 2- (3, 4-y^nn7x-;V) -4- [3 
, 5-tf^ (f'j7^to^f;v) ^yyM ;v] ^jv* 'J > - 2 - A M jc^-ju) xtfn 
( (2S) -2- j [ (tfn v 1 ->f ;v) r-b^;v] ) -O^-i, 4 

1 8 a T?# h fitz 1 - (2- ! (2R) -2 - (3, 4-y^nn7x^;v) - 
4- [3, 5-tfx (f'j7;vtn^f jv) ^e^* 'J >- 2 --f M j-^-jv 

) 7t'n [ (2S) - 2- (yo^T^rfiV) r/r/-l, 4' -tf^yy^ 

200mg(0.243mmolk ^tftf n V v ^52mg(0. 73mmol) £J1 V^ttWJ 1 8 b t|WJ^t^RJS^ 
??V^ HIB-fk^91mg (W: 4 5%) ^fife@#aT#f; 0 

Mtft^^^f^ y max cm" 1 (KBr) : 2955, 2927, 2647, 2555, 2468, 1751, 1645, 1 
472, 1457, 1438, 1376, 1282, 1237, 1186, 1138, 1109, 1029, 986, 905, 849, 757, 7 
22, 707, 681. 

"77,X^^ h ;V (FAB) m/z : 812 ((M+H) + , -7'J-#:) 

l^t&m 21] 1- (2- I (2R) -2 - (3, 4-^nn7x-jl/) - 4 - [3 
, 5-tfjx. (fj7jvtn^fjv) ^>vM;v] >j >— 2 —4 M •x.f-;v) Xkfn 

( ( 2 S) - 2 - I [ (T-tff-^*^- 1 ->f ^) T-b^;V] **zs\ ) 

Htfef!) 1 8 a -?%b fltz 1- (2- I (2R) -2 - (3, 4-v^nn 7x^)V) - 
4- [3, (f'j7;vtn^f;v) ^>v^;u] ^e/u* 'J > - 2 - -f ;v( 

) Xt'n [ (2S) -2- (yn^T-tf^) t^y] << 4' -ti^'Jy> 

200mg(0.243mmolk SO'T'tff v >52mg(0. 75mmol) 1 8 b t |WJ#HMJ££ 

ffv^ «|Bfk^37mg (Wl 7%) £ 6-fe@# t LT#7t 0 

v max cm" 1 (KBr) I 3402, 2930, 2658, 2574, 2414, 1752, 1645, 1 
560, 1473, 1438, 1376, 1281, 1238, 1186, 1139, 1109, 1098, 1078, 1029, 985, 949, 
905, 758, 722, 707, 681. 

^7.7,^7 MKFAB) m/z : 798 ((M+H)\ 7 V -flO 

W12 2] 1- (2 - 1 (2R) - 2- (3, 4-y7nn7x-^) -4- [3 
, ( h -7;V*n^ -^;v) /^^Af/]/] U >- 2 --f M J^-f-jV) 7\£u 

[ (2S) - 2- ( i [4 - (HFnJr->^f;l/) ^ijy>-i-^jl/] T-fe-f-^l * 
^r->) ] 4y?y-\, 4' -tf^Vv^V -+&MiM: 

WJ1 8 atift^l- (2- j (2R) - 2- (3, 4-^?nn7x-;l/) - 
4- [3, 5— tf.X (h'j7^tn>f-n') ^>-vM;v] U 2 — -f M z-^-fr 

) 7\£u [ (2S) -2 - (7 , n^7^f;v) >f - 1 , 4' -tf^Uv^ 

200mg(0.243mmolk $.0^4 - (tKn^y^fjV) v>96mg(0.75nunol) £J1^T|| 

Mm I 8 btH«i:BS^V>, «|B^%58mg (W : 2 6%) LT#£ 

o 

fN'WDt*^ hJV wmax cm" 1 (KBr) : 3374, 2927, 2876, 2650, 2552, 1751, 1645 
, 1473, 1457, 1439, 1405, 1376, 1330, 1281, 1241, 1186, 1164, 1138, 1109, 1075, 
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1040, 1028, 1001, 985, 949, 905, 757, 722, 707, 681. 
-?7s7ss<? MKFAB) m/z : 856 ((M+H) + , 7'J-#) 

1- (2- 1 (2R) -2- (3, 4-^DD7i-*) -4- [3 

[ (2S) -2- ( | [N — (2 -o.h**/J^/lO -N-^f;V7^] T-b^;V( * 

] -r > ^ - i , 4 ' - t>c y v y ~m.WM 

MMM 1 8 aX*%bfitz 1- (2- | (2R) - 2- (3, 4 -v^nn^^ — ;V) - 
4- [3, 5 -tf 7. (hV7^tn^f^) ^>yM;v] -t/l/* y z/- 2 —4 M J^^)l> 
) 7t°n [ (2S) - 2- (7nt7-bfJl/) t^fy] ^/^-l, 4' -tVjy> 
200mg(0.243mmolK &I/2 -x f^fyxf jV75 >105,u L(0. 75mmol) ZM^X^MW 1 8 
b tWim^K^ff^, ^IIBjt^-%68mg ( W : 3 1%) *&&m®-t Lttf/Co 

i^lll^^n* v max cm' 1 (KBr) : 3372, 3068, 2928, 2653, 2552, 1751, 1645, 1 
473, 1457, 1439, 1406, 1376, 1280, 1241, 1186, 1138, 1109, 1076, 1028, 987, 905, 
758, 681. 

-^TsTs^t h )\s (FAB) m/z : 830 ((M+H) + , 7'J-#) 

[**0(2 4] 1- (2 - i (2R) - 2- (3, 4-^nn7i-^) - 4- [3 
, (b'J7)i'tn>fA') ^>V-f;v] ^e;v^ y >— 2 — >f ;M 7t?n 

[ (2 S) - 2 - ( | [4 - k^'Jy7-l-^V] 7-fe^;V 

( t + y) ] 'f>y , /-l, 4' -t"^'Jy> — JSKffi 

HMM 1 8 a -e# e> *Lfc 1- (2- | (2R) - 2- (3, 4-^^nn7x-;v) - 
4- [3, 5-fcf.x (f'j7jvtn^f ji/) ^>vM;i/] ^;v^y 2 -4 M 
) 7fcfn [ (2S) - 2- (T'ntT-bf^) ^^rv] 4 4' -fcf^y-7> 

200mg(0*.243mmolK 3tO f 4 - tf^y *J>x.# J - ;V92mg(0. 75mmol) ^M^X^MM 18b 

tmm^K^n^, mmit^msm (W: 2 1%) srefeH^t l-c?#£ 0 

v max cm" 1 (KBr) : 3372, 3068, 2928, 2653, 2552, 1751, 1645, 1 
473, 1457, 1439, 1406, 1376, 1280, 1241, 1186, 1138, 1109, 1076, 1028, 987, 905, 
758, 681. 

V7^^^ h 71/ (FAB) m/z : 870 ((M+H) + , 7'J-#) 

5] 1- (2- | (2R) -2- (3, 4-y^nn7x-;v) -4- [3 
, 5-tf.x (Pj7JVtn^f;v) -^>vM;v] y 2 ->f ;v| ^^;i^) xtfn 

( (2S) - 2- | [ (4 V7°nt°;VT5 7) T-tr^;V] ) ^f>^>-l, 4' 

&Hi0I 1 8 at?#^tLfc 1- (2- | (2R) - 2- (3, 4 - n n 7 * — - 
4- [3, 5-tfT. (MJ7^tn^f;v) y > - 2 - -f ;W 

) 7t:n [ (2S) - 2- (7*n^7-tf;v) 4' -^'Jy'/ 

200mg(0.243mmolK 2 - 7°n \d ;l/ T 5 ^64^ L(0. 75mmol) v^»J 1 8 b t |W| 
&fcRj££frV^ #|Bj^%50mg (JRap: 2 4%) £ SfeHff Lt#fc 0 

Mft^^^ f^V v max cm" 1 (KBr) : 3400, 2931, 2664, 2569, 2423, 1752, 1645, 1 
473, 1458, 1439, 1376, 1320, 1281, 1240, 1207, 1186, 1139, 1109, 1098, 1075, 112 
9, 905, 707, 681. 

v77^ h;P(FAB) m/z : 800 ((M+H)\ 7'J-#) 

mmM2el 1- (2- | (2R) -2- (3, 4-^nn7z-^) -4- [3 
, 5-tf7 (MJ7Wn^f;v) ^>7M;v] -=e;v^ y >- 2 -A )V\ 7t°n 
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[ (2 S) - 2- ( | [tf* (2-^ T ^^; V } tf- ^» ] y( > ^ 

^ - 1 , 4 ' - tf ^ v v > -mmit 

»18at#f>^;l- (2- j(2R) -2 - (3, 4-y^D7x^) - 
4- [3, (MJ7*tn^f;v) ^>v"V;H ^e/i/sfc V y - 2 - >f M 

) ^^°n [ (2S) - 2- (yn^ET-b^;ix) t*y] -f^>-l, 4' -fc?^>jy> 
200mg(0.243mmol), Stftf* (2 - ^ h^yif ;V) y 5 ^97^ L(0. 75mmol) V^T* 
Jfeffil 1 8 b t fOiMKKfcZfrh^ }If£ifc^74mg (1R2^ : 3 2%) LT#7t 

O 

*WJR^^^ h )V v max cm' 1 (KBr) : 3407, 2931, 2652, 2527, 2424, 1751, 1645, 14 
73, 1458, 1440, 1376, 1282, 1240, 1223, 1187, 1164, 1137, 1028, 989, 905, 757, 7 
07, 681. 

v**^ MV(FAB) m/z : 874 ((M+H) + , 7 'J -#) 

[*WJ2 7] 1- (2- | (2R) -2- (3, 4-i?^nn7x^) -4- [3 

I (2S) - 2- [ ^-^rv] ( > ^ > - 1 , 4' -kf^ijv^ 

Kl«2 7a] 1- (2- | (2R) - 2- (3, 4-y^nn7x^) -4 - [ 
3, 5-tr;* (f';7;vto^f;v) ^>v~M;v] -t^* y 2 ;W .x^/iO * tr 

n [(2S) -2- ( t -y" h drv*;i/#^.;V^ > v) ] 4 ' _t?^t; 

1- (2- 1 (2R) -2 - (3, 4-y^nn7x-;V) - 4- [3, 5 - H'X (f 
^Ji'tn^f*) -=e;v^ij 2 --f xfn [ (2S) -2 

-tKn^rv] -T>^>-1, 4' -ti^ 1 ; v> 5g(7. 13mmol)^7" h Kn-7 9>6mL 
K*«?U 7k?%T * V V \£7s (PJ^f^y'jjV) 75 K(0.5mol/Lh;i/Ji>^fS) 2 
lmLQO. 5mmol) * 1 0 ^tttiTL^o tIc^T 1 0 &W|7ntSl t - 58m 
L(10.7mmol)£#nx.7'io »T 1 0 ^ Wf, ISCILlBIWffLfCo ^inx.*^ 

TO^^;V/n-^^-9->=4/l) ^T«MUII3^%3.45g (« : 5 9%) £f§fc 0 

1 H-^H^^tq|^^^ h ;v (500MHz, CDsOD) <?ppm : 8.34-7.98 (3H, m), 7.78-7.03 ( 
7H, m), 4.52-4.33 (1H, m), 4.15-1.65 (22H, m) , 1.39 (9H, s) . 
^W-miX^? V ;v v max cm- 1 (KBr) : 2926, 1749, 1646, 1473, 1375, 1280 1137 
~?XX^<? MV(FAB) m/z : 815 ((M+H) + , 

27b] 1- (2- i (2R) - 2- (3, 4-y*7nn7x^) -4- [ 
3, 5-tf^ ( h i; 77;p^-n^ -f-)V) ^.yy-i^] y 2 --f ;v( jl-?-;v) ^ tf 

n I (2 S) - 2 - [ (tj^^^tv^^^) sj-^v] } j-yy-y-i, 4' -tf^ys?;/ 
*1^2 7 aXWhfitz 1 - (2- I (2R) - 2- (3, 4-^nn7x-^) - 
4- [3, 5 — y*7s (F'j7il'tn^f;i/) ^^V-OV] y y — 2 ;i/f 

) ^tfn [ (2S) - 2- (t ^r^7>;ix^^;i/^ ] 4 yyy- 1 , 4 • - 

'J =jyi. 5g(9. 19mmol) =H^ft^ f- V >75mL^v#^ L, 9 0 % MJ 7 n nl£pj?7.fc?§$l75 

*ft»if/n:i«|L, 7k, »^7X-ejil^^-Lte7fcM^- h U ^a-c^l^o M 
£ET^««rW*L*|B'fb^6.5g (« : 9 6%) *#6„ 

1 H-M^(!|^^^ Mi/ (500MHz, CDsOD) Sppm : 8.20-7.90 (3H, m) 7 86-7 10 ( 
7H, m), 4.55-1.55 (23H, m) . 
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ftftl&UX'*? h y max cm" 1 (KBr) : 2930, 1726, 1645, 1474, 1376, 1281, 1138. 
^77,^9 hMFAB) m/z : 759 ((M+H) + , 7'J-#) 

KIi2 7c] 1- (2- ] (2R) - 2- (3, 4-^nn7x-jV) -4 - [ 
3, 5-H^ (Hj7;v^-n^f ji/) -~ovV;v] -t^* y >- 2 --f ;H ^ tf 

n I (2 S) - 2 - [ (*;W^dr>-^^-;l/) ^3->] | 4 > -^^^y 

mmm2 7 bX-nhtitzl - (2- | (2R) -2 - (3, 4-y;nn7x^) - 
4- [3, 5-e^ (fj7;vtn^f^) y > - 2 - ;v| 

) ^t°n { (2S) - 2- [ (#;V^ t^y] [ -f>^>-l, 4' - fcf^ 

y y^SOOmgCO.Sgmmol) £ 1 fl^SHt^ h 'J * A 7 Xvt?tl5mL^v#j5f U fid^^;^ 2 

# ib fltznW.* n-^**r>£*) SIS B H B UIf5^%135mg (JR>£ : 4 4%) £ 

1 H-M^*ii*^^^ h;v (500MHz, CD3OD) £ppm : 8.34-7.98 (3H, m), 7.79-7.01 ( 
7H, m), 4.59-4.42 (1H, m) , 4.21-4.05 (2H, m) , 3.96-2.83 (10H, m), 2.70-1.60 (10H 
, m). 

fr^Ml7^7 V )l> ymax cm" 1 (KBr) : 2922, 1645, 1615, 1280, 1138. 
MV(FAB) m/z : 759 ((M+H) + , 

Jt^fttfxiU (C3 6H3 3Cl2F 6 N 2 Na05 • 4H 2 0t LT) 
ftJfffiOO : C:50.65, H:4.84, CH8.31, F:13.35, N:3.28, Na:2.69 
*«Mt(X) : C:50.59, H:4.32, Cl:7.94, F:13.07, N:3.36, Na: 3.63 

mytm : [«]d 20 = +43.4 (c=0.50, 

[»J2 8] 1- (2- I (2R) -2- (3, 4-y7on7x^) -4- [3 

I (2S) - 2- [2- (^&;i/*y 4 --f;v) j 
1, 4 ' -tf^y y> «m 

*»J2 7 bT#ibtL7tl - (2- I (2 R) -2- (3, 4-^nn7xr;i/) - 
4- [3, 5-fcf* (fj7;vtn^^) -=e;I/* y >- 2 - 4 M 

) J*fcfn [ (2S) - 2 -JjJPtfJci/J h drv] -f>^>-l, 4' -tl°^y >>->300mg( 
0.39mmol)£i!'fb^'^V>5mU^#ft?L. ^;V57^ L(0. 79mmol) £#nx_ 7t 0 y^f 

ffi£i£^^W^5mUCY#$IU «T^;V*y ^lOS^Ld.lSmmoD^jjnAfCo gi&KT 

»^*U #ibtL^SE*»Ji^nv h 797 4 - (v#tB?«:ilfb^ U y/j 7 7 - 
^ = 9/1) KTfiMSU 1- (2- I (2R) -2- (3, 4-y^nn7x^) -4 
- [3, 5-\£7 (f']7;vtn^fjv) *JUfr y > - 2 - ;v| -x-?-;V) 

*^°n I (2S) -2- [2- (^;v*y y- 4 ->T^) ( 4 y 

4 5 - tr^y v>£i05m g (jr^s : 3 2 %) #7t 0 

[0123] 

nhfltzl- (2- I (2R) - 2- (3, 4-y^nD7x^) - 4- [3, 5- 
tf^ (h'j7Hn^f^/) ^>vM;v] -t^y >- 2 -^;H ji?-;io ^t°n'| (2 

S) - 2- [2- (^E;l/*y >- 4 -"f;V) - 2 -^Vx. h dr->] | 4 
' -tV'jyylrx^-WDiLWU 4 * >0. 5mL£#nx. fc„ *EE 

Tv«£^*U yxf;i,x^f;n:2 ®^L^ 0 # <b tifzmm*^*^ > X *) Sg H l 
U *H§E^%70mg (JR*: 6 4%) £ fife*^ ^ LT#7t 0 

1 H-«^*R|*^ (500MHz, CD3OD) £ppm : 8.35-8.00 (3H, m), 7.85-7.08 ( 
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7H, m), 4.37-1.58 (31H, m) . 

^If^^nJl' v max cm" 1 (KBr) : 2923, 1650, 1437, 1375, 1280, 1138. 

h ft/ (FAB) m/z : 828 ((M+H) + , 7 V 
Tn^^^fffi (C40H42CI3F6N3O4 • 3H 2 0t LT) 

tHMi(%) : C:52.27, H:5.26, Cl:ll.57, F:12.40. N:4.57 

$kBm(%) : C:52.56, H:5.05, CI: 12. 14, F:12.67, N:4.70 

mytm uv 0 =+52.2 ( c =o.5o, .**y-;v) 

[|tdfe$l2 9] 1- (2- I (2R) -2 - (3, 4-^nn7x_;v) -4- [3 
[ (2 S) -2- (2-7?y-2-*^yxfJfy) ] -O^-l, 4' -t^yy 

1- (2- I (2R) - 2- (3, 4-y;nn7x^) -4- [3, 5 - tf* (h 
V -7;i/^-n^ ^>vM;^] u >- 2 --f ^;i/) *n°n [ (2S) -2 

-*JV^y7 f^y] «f > *T y - \ t 4 ' - V v >300mg(0. 39mmol) t77^-7 

7X2.5mL*ffiV^T«M2 8 t mMlZfiLB*ft\,^ SfB^%162mg ( JR* : 5 2%) 

fefedli LT#/c 0 

1 H-«^*(>§*^ >M500MHz, CD3OD) Sppm : 8.32-7.98 (3H, m) , 7.87-6.88 ( 
7H, m), 4.30-1.53 (23H, m) . 

fc^VMXX^? h v max cm" 1 (KBr) : 2928, 1645, 1438, 1376, 1280, 1137. 
-?7s^^? h;i/(FAB) m/z : 758 ((M+H)\ 7'J-#) 
7C*^Wit (CseHseClsFeNsOi • 4H 2 0i Lt) 

: C:49.87, H:5.11, Cl:12.27, F:13.15, N:4.85 
mm%{%) : C:49.84, H:4.81, CI: 14. 91, F:13.70, N:4.83 
Wtm. : [ah 20 =+55.5 (c=0.50, J?y-)V) 

[*»J3 0] 1- (2- { (2R) -2- (3, 4-y^no7x-]V) -4- [3 
, 5 — tf.x (bV7;i/tn^f;v) ^^VM;v] ^E/nfc y >— 2 — -f ;W a^;v) .xtfn 

I (2S) -2- [2- (N, N-y^f;V7^7) -2-^^V^h^v] ( A y yy 
-1, 4' -tT^U y> illjj+a 

1- (2- I (2R) -2- (3, 4-^nn7iz*) -4- [3, 5 - if* (> 
'J7;vtn^f>) t;i/*'j>-2-^;v| ^^;v) *ifn j [ (2 S) — 

2-A;^^y^h3fy] I "T>^>-1, 4' - kf^ V v >300mg(0. 39mmol) t v ;* f 1 - 
;VT^ >7fc#«2.5mL*fflv»T*Jfc«2 8 4: RiaifcRJSfcfrV^ *If5^%166mg (JR*s : 
5 1%) *e-fe«ffifc LT#fc 0 

1 H-Mil^*q|^^^ (500MHz, CDsOD) £ppm : 8.34-8.30 (3H, m) , 7.85-7.05 ( 
7H, m), 4.31-1.58 (29H, m). 

mmU^^^h^ v max cm" 1 (KBr) : 2929, 1650, 1439, 1376, 1280, 1137 
-7**^ h )P (FAB) m/z : 786 ((M+H)\ 7'J-f) 
7G*^WI (C38H40CI3F6N3O4 • 2H 2 0i LT) 

ff^ll(%) : C:53.13, H:5.16, CI: 12. 38, FH3.27, N:4.89 

^iHtt(X) : C:53.37, H:5.75, CI: 13. 39, F:12.96, N:4.60 
SbfcfiE : [«]d 20 =+49.1 (c=0.50, 

[H»J3 1] 1- (2 - I (2R) -2- (3, 4-y^nn7x^) - 4- [3 
, 5-fcf* (f'J7JVtn^fjv) y — 2 -A M j^T-ju) XTdu 

( (2S) -2- 12- [if* + T^y] 

I ) > 1 , 4 ' - tf^ 1; w -mm^ 
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1- (2- 1 (2R) - 2- (3, 4-y^nn7x-;V) -4- [3, 5 - tf * (h 
y7JVto^fJV) <^>vM;y] ^;v*V >- 2 -^f;v| *fc?n [ (2 S) -2 

-*;V^^r->^ hdfv'] -f>-^>-l, 4' - tf^U v >300mg(0. 39mmol) h V^t J - 
;i/T? >113/*L(1.18mmol)£JlV>T|i|M^!)2 8 t mM^Kfc*^^ SHa-ffc^t^mg (JR 
25 %) ^eM E B B iLt#f:„ 

1 H-^St^P,!^^ (500MHz, CDsOD) Sppm : 8.33-8.01 (3H, m), 7.85-7.06 ( 
7H, m), 4.41-1.58 (31H, m) . 

faWMlX'*? h ^ v max cm" 1 (KBr) : 2683, 1753, 1645, 1439, 1376, 1281, 1136. 
v^X^y- >;V(FAB) m/z :.846 ((M+H) + , 7 1 J-#) 
TtWd-^Wt. (C40H45CUF6N3O6 • 4H 2 0t LX) 

ft*ffi(%) : C:48.45, H:5.39, CI: 14. 30, F:11.49, N:4.24 

mmm(%) : C:48.51, H:4.99, CI: 15. 23, F:11.77, N:4.28 
tmm : U]d 20 =+45.8 (c=0.50, 

[Ili3 2] 1- (2- 1 (2R) - 2- (3, 4-^nn7x-JV) -4- [3 

( (2S) -2- I [N — -N-^fiVT^] -2-t^fV 

xh^fy! ) >- ^ y - 1 , 4 ' -t^'Jy> S»t 

1- (2- I (2R) -2 - (3, 4-y^on7x^) - 4- [3, 5 - tf ^ (b 
>J 7;u^i=M f-;v) ^>y^;v] tH'J>-2-^H ^f-;v) y;i£n [ (2S) -2 
-*M^y^ f^rv] <4>jT>-l, 4' - fcT^V v >300mg(0. 39mmol) t 2 - 
;V7a7) S -)V95juL(lA8miol)*m^xmi&W2 8 tmm^Rfc*tf^, UMit 
^t/162mg (W : 4 8%) ^fi-fe^iHt LT#/; 0 

1 H-W^*q|^^^ h;V (500MHz, CDsOD) Sppm : 8.31-7.99 (3H, m), 7.88-7.06 ( 
7H, m), 4.40-1.55 (30H, m) . 

mPMl^^tV^ v max cm" 1 (KBr) : 2928, 1753, 1647, 1473, 1438, 1376, 1280, 1 
137. 

Y^7^^ h ;V (FAB) m/z : 816 ((M+H) + , 7 V - f ) 
7tm^Jfi$. (C39H41CI2F6N3O5 • 4/3HC1 • 3H 2 0t LX) 

ftJf'HW : C:50.95, H:5.30, Cl:12.85, F:12.40, N:4.57 

3kMiU(%) : C:50.63, H:5.13, Cl:13.77, F:13.05, N:4.49 
m^tm : [ah 20 =+50.3 (c=0.33, y<y-y-;V) 

[«^!13 3] 1- (2- I (2R) - 2- (3, 4-y7nn7x-^) -4- [3 
, 5-tf.x (H)7^tn^f;v) ^ y ;v] V >- 2 --f ;vl x.-?-;u) xtfn 

( (2S) -2- 12- [N- (2-tKn^yxf;V) T 5 y* ] -2-t^rVxf^y 
I ) ^>^*>-l, 4' -tr^Vv> ^SftiS 

1- (2- I (2R) - 2- (3, 4->7nn7x-JV) -4- [3, 5 - If* (h 
'j7Ji/tn^f;i/) ^>yM;v] 2 -^;y( ^^;v) y^tfn [ (2S) -2 

-*JV#+y^ h ^v] -f^^>--l, 4' - tf^i; v>300mg(0.39mmol) y" 
75 >71 M Ul.lSrmol)im^xmmm2 8 fcMl'BOS^V^ HIB^t/142mg (» 
: 4 3 %) ^e-fe^Utt Lt#/;o 

1 H-M^WA^^ b/W (500MHz, CDsOD) Sppm : 8.33-7.98 (3H, m), 7.86-7.08 ( 
7H, m), 4.32-1.53 (27H, m). 

mVvRU*^?Y)]s v max cm" 1 (KBr) : 2928, 1647, 1439, 1376, 1280, 1137. 
77^7 h;V(FAB) m/z: 802((M+H) + , 7 'J -#) 
Ttm^mm. (Css&oClsFeNsOs • 3H 2 0t LX) 
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: C:51.10, H:5.19, Cl:11.91, F:12.76, N:4.70 
mn\%(%) : C:51.00, H:4.95, CI: 12. 76, F:13.00, N:4.72 
mytm : [ah 20 =+58.4 (c=0.50, 

[1686013 4] 1- (2- | (2R) -2 --(3, 4-^nn7i-^) -4- [3 
, 5-tfx (h'J7;vtn^fjv) -t^* U >- 2 -4 ;v} xf^) xtfn 

| (2S) -2- [2- (t^'JyV-l-^JV) -2-* + yxf^fi/] } 
1,4'- If ^ V 5? > 

1- (2- 1 (2R) -2 - (3, 4-y^nn7x-;P) -4- [3, 5 - If* (h 
'J7;vtn^^) y >- 2 -W M ^f-;i>) xtfn [ (2S) -2 

-tFn + y] -f>^>--l, 4' - tf ^ U v >-300mg(0. 43mmol) If ^ U V >119// L(l. 
18mmol)*fflV^T^»J2 8 Hi»fcKJS*:fT\/>, *lf2-ffc^l68mg ( W I 5 0%) * fi 

#$WIXX^ b ;V y max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 1 
139. 

■7^^^ hMFAB) m/z : 831 ((M+H) + , 7 'J 

[HifrW3 5] 1- (2- ! (2R) -2- (3, 4-^nn7x^) -4- [3 
, 5-tfx (HJ7;vtn^f;i/) > vM ;V] ^fr^V > - 2 - 4 M -x.f-;v) xifn 
[ (2S) - 2- + ] ^^>-l, 4' -fcf^Vv^ MM 

[W!3 5 a] 1- (2 - | (2R) -2 - (3, 4-y'7nn7x-*) -4- [ 
3, 5-tfx ( h V u * ^c>y-f;i/] ^e;i/* 'j >- 2 --f ;v( x.^;i/) 7, tf 

n [ (2S) - 2- (2-t Kndrv'Xh^y) ] ^>^>-l, 4' -t>'Jy> 

HM#!l2 7 bf %hfitz 1 - (2- I (2R) - 2- (3, 4 - n n 7 ^ - 
4- [3, 5-fcfX (hV7Wn^f^) ^>VV ;w] ^;i-*<j >- 2 M 
) Xifn [ (2S) -2-*JKf^fy^f^y] 4' - tf ^ V v >3g(3. 9 

5mmol) Sr-f H9tKn79 >30mU~v#ft?U zM£T^9 >-f b9kK7 5 >ff#(lmol/ 
Lf >7t Kn7 5 >f&f60 5. 9mL(5. 9mmol) * 1 0 frfrtfXi&T L?z 0 tK^TT 3 0 

fclg ^ y V ^ ^ n v b ^ 7 7 ^ - mm&m-MMx-^fl'/* ?y -;v = l00/2) &c 
Tffi»L8?|E'ft^2.1g (JRap: 7 1%) fc&fc„ 

1 H-«»5C*l»^^^ hJV (500MHz, CDsOD) Sppm : 8.20-7.90 (3H, m), 7.82-7.06 ( 
7H, m), 4.40-1.42 (25H, m) . 

^WIX*^* h ^ vmax cm" 1 (KBr) : 2924, 1645, 1473, 1375, 1281, 1139. 
-7**^^7 Ml/ (FAB) m/z : 745 ((M+H) + , 

[|»!3 5b] 1- (2- I (2R) - 2- (3, 4-^nn7i-^) -4- [ 

3, 5-trx (f'j7^n^fA/) y- 2 -4 M xf^) * tf 

n [ (2S) - 2- ] 4yW-l, 4' -tf^'jv^ & 

^WJ3 5 aTfc<b*ufc 1 - (2- I (2R) -2- (3, 4-v^^nn7xx;v) - 
4- [3, 5-tf.X (>ij7^tn^f;v) ^>vM^] -=E V ^ - 2 - -f ;V| -x^l" 
) Xlfn [ (2S) -2- (2-tFn^yxh^fy) ] 4>jry-i, 4' -Tdn)V 
>300mg(0.4mmol) y -;V6mUCi#M U 4ftJfefiBfc5>*#^>0.5inL*;(nix.Jfco 

TiM£^*U y'xfjVx-r;K»2raL/;o # tL^JStt*^*^ > J: "9 Mf H H H 
U «|B'ffr&*215ing ( : 6 8%) * fi-feltiH t Lxntzo 
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1 H (500MHz, CDsOD) Sppm : 8.31-8.00 (3H, m), 7.85-7.05 ( 
7H, m), 4.20-1.50 (25H, m) . 

fettWOLX-*? ^ max cm" 1 (KBr) : 2928, 1645, 1438, 1376, 1280, 1137. 
v^X^y- h ;V (FAB) m/z : 745 ((M+H) + , 7'J-f) 
TGfgyH/rfit (C36H37CI3F6N2O4 • 2H 2 0t Lt) 

ft#{jt(%) : C:52.92, H:4.93, CI: 13. 02, F:13.95, N:3.43 

^mm(%) : C:52.61, H:4.70, CH12.68, F:14.22, N:3.48 
tkitm. : lah 20 =+43.3 (c=0.50, * ? y - )i<) 

[#SM$I3 6] 1- (2- I (2R) - 2- (3, 4-^nn7i-JV) -4- [3 

i (2S) -2- [2- (^V* V >- 4 -4 ;V) J^*~>] I ^>^">-l, 4' - tf 

HJfeflll 3 5b -e# <b frfc 1- (2- I (2R) -2 - (3, 4-y;nn7x^) - 
4- [3, 5-tfX (h'j7^tn^f^) ^>W;v] ^;Vs}> V >- 2 - 4 M 
) ^t°n [ (2S) - 2- (2-K FD^yXf^y) ] jypzs-l, 4' -^'Jy 
^200mg(0.27mmol)*m<b^^ V>4mUC^U >56^ L(0. 4mmol) fcinx. 

, MT>^^W-^niJ K27//L(0.35mmol)*ijnx., 0fl-|B»#L7t 

0 Rj£$££7k£trax_, i^ffc^ ^ V >® &7}c£ J: tft&ft U &*filcBfe-?- h V -y 

» ^^TK*^- h U *J A34mg(0.35mmol), 3 V It* U £ A 66mg(0. 35mmol) , & ;V * 'j > 
35^L(0.35mmol)^in£8 0ti:T8^WflSPLfc, aft&fc^i&fcl? L*fc* &7\ #8* 

tb'J-?A-e^f L/; 0 ilETiit^*L, fie^SiSf ^nvb^77>f- ( 
*til»i»fI^^^7-^ = 9/l) CTiSL, 1- (2- I (2R) - 2- ( 
3, 4-^nn7i-;V) - 4- [3, 5 -If* (MJ7)Vtn^f^) 

y- 2-4 M xf^/) j*tfn I (2S) - 2- [2- (•=e^*U >-4 
) x^y] } -f>^>-l, 4' -feT^U v>125mg (» : 5 7%) fc#fc 0 
[0124] 

# h fitz 1 - (2 - I (2R) -2 - (3, 4-y7nn7x-;v) -4- [3, 5- 
tfy; (h'j7;^n^f;v) *o*S4 Ji/] -^v* V >- 2 - 4 M *fcfn | (2 

S) -2 - [2- (t^* V >- 4 ->f ;V) x.l^~>] I jytry-i ) 4' -fcf^ijy 
>125mg(0.15mmol) & y -;V3mL^vt^|L, 4 i^e-il^ * ^ >0. 5mL4-i)P£ tz a 

Sh h h U «|fi^%97mg (JRJfs I 7 4%) £ SfeilgJ. t LT#£ 0 

1 H-$H&£C*R&*^* h ;V (500MHz, CD3OD) £ppm : 8.35-8.01 (3H, m) , 7.88-7.08 ( 
7H, m), 4.29-1.60 (33H, m) . 

Mtt7^? h;v vmax cm' 1 (KBr) : 2927, 2571, 1644, 1439, 1376, 1281, 1136. 
•777^^ h ;v(FAB) m/z : 814 ((M+H) + , 7V-#) 
7Uf5f:5HFrfit (C40H45CI4F6N3O4 -4H 2 0i:LT) 

ftJtffi(%) : C:50.06, H:5.57, C1H4.78, Fill. 88, N:4.38 

miHS(%) : C:48.62, H:5.03, CH15.27, F:11.61, N:3.48 
matm : [«]d 20 = +48.7 (c=0.50, -**/-;!/) 

[WJ3 7] 1- (2- I (2R) - 2- (3, 4-^7nD7xx;V) -4- [3 
, 5-tf* (Hj7;^o>f;i/) ^>-vM;v] y y- 2 --f ;v| ^•^;v) ^\£u 

i (2S) - 2- [2- (\£n)Vy-l-4 fr) xh^ry] } 4 > - tf 

^ 'J ^ y zlMMM. 

ffifE#2 005-3028455 



#f!2 004-049255 



^-v : 49/ 



1- (2- ) (2R) - 2- (3, 4-^^on7i-^) - 4- [3, 5 - If* (h 
>J7Wn^f*) ^>-W;v] ^;w*y >- 2 ^;v) *tfn [ (2S) -2 

- (2-t Kn^yxh+y) ] sfyfy-l, 4' - tf^y v ? >200mg(0.27mmol) b \£ 

v>40/zL(0.4mmol)^Mv^T«M3 6 Wflll'RJ&SrfxV^ «4b#%32rag (JDtffs 
: 1 4%). £6-feM,Hfc LTtf/Co 

1 H-^iljfC&Rl*^ h ;v (500MHz, CDsOD) Sppm : 8.31-8.00 (3H, m), 7.88-7.07 ( 
7H, m), 4.31-1.51 (35H, m) . 

Mtt^^n* y max cm" 1 (KBr) : 2943, 2650, 1644, 1439, 1376, 1281, 1137. 
vx^^^- Ml/ (FAB) m/z : 812 ((M+H) + , 
7G*#*r4t (C41H47CI4F6N3O3 -8H 2 0i:tT) 

ftlUg (%) : C:47.82, H:6. 17, CI: 13. 77, Fill. 07, N:4.08 

*$!H4(%) : C:48.29, H:5.26, CI: 15. 53, F:11.03, N:4.27 
mytm : [«]d 20 =+44.0 (c=0.50, 

[HJ&0II3 8] 1- (2- I (2R) -2- (3, 4-y^nn7x-;H -4- [3 
, 5-tf* ( h >J -7;v^-n^ ^>-vM^] t^* V 2 - >f ;V| *tfn 

! (2S) -2- [2- (N, N-^>f;V7^7) ^h^rv] ( -O^^-l, 4' - 

1- (2- I (2R) -2 - (3, 4-v^on7x-;V) -4 - [3, 5 -If* (h 
V -7;v^-n^f-;v) ^>vM;v] y >- 2 ;v( -x-f-;v) *tfn [ (2S) -2 

- ] 4' - tf^ V v >200mg(0. 27mmol) b v 
^f;V7 5 >«LBft*33^(0.4mmol)*fflv^T|Satfl3 6 fc IW^iftSr^V^ IIIB^%5 
4mg (JRSp : 2 5 %) ^Sfe|§ H a H i: Lt#7t 0 

1 H-^H^*n,&*^^ (500MHz, CDsOD) £ppm : 8.31-8.00 (3H, m), 7.87-7.08 ( 
7H, m), 4.35-1.53 (31H, m) . 

MW^^^HI^ v max cm" 1 (KBr) : 2927, 2654, 1644, 1474, 1376, 1281, 1137. 
•7**^ Ml/ (FAB) m/z : 772 ((M+H)\ 7V-#) 
5fi*fl-#Hit (C38H43CI4F6N3O3 • 3H 2 0i: Lt) 

tHHft(X) : C:50.73, H:5.49, C1H5.76, F:12.67, N:4.67 

miMU(%) : C:47.55, H:5.23, CI: 16. 68, FH2.43, N:4.48 
W&tBt : [«]d 20 =+50. 5 (c=0.50, ttJ-fr) 

[HMM 3 9 3 1- (2- I (2R) - 2- (3, 4-y^nn7x^v) -4- [3 
, 5 -if* (f'J7;vtn^f;v) ^>y>f;v] y 2 ->f ;v( .*-^;v) *t°n 

( (2S) -2- |2- [N- (2-tKn^yxf;v) -N-^f;V757] .x. h ^r~> 
I ) ^>^>-l, 4' -HVyyy Zli^m^ 

1- (2- I (2R) -2 - (3, 4-/7nn7x^) - 4- [3, 5 - If* (h 
'J7jvtn^fjv) ^>vM;i/] ^e/u* v 2 ->f M *tfn [ (2S) -2 

- (2-t FD^yxfify) ] 4' _ t? ^ y 57 >200mg(0. 27mmol) b 2 

- (^fiV7?7) x.^y-;i/32^L(0.4mmol)^ffiv^THJfef!l3 6 i: 
*IfB^%158mg (JRS|5: 7 0%) * fifo&JI LT#/; 0 

1 H ^ * h /I/ (500MHz, CD3OD) Sppm : 8.30-8.01 (3H, m), 7.87-7.08 ( 
7H, m), 4.28-1.54 (32H, m) . 

#^WK*^ MV v max cm" 1 (KBr) : 2928, 2654, 1644, 1473, 1376, 1281, 1138. 
v**^ h )V (FAB) m/z : 802 ((M+H) + , 7'J-#) 
7U*^*f{fi (C39H45CUF6N3O4 -3H 2 0i:L-C) 
WJHi(X) : C:50.39, H:5.53, CI: 15. 25, F:12.26, N:4.52 
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: C:50.00, H:5.50, Cl:15.22, F:11.16, N:4.30 
mtftm : U]d 20 =+52.3 (c=0.50, *?J-)V) 

[*Mf!)4 0] 1- (2- ! (2R) - 2- (3, 4 - v 7 n n y x. - ;v) -4 - [3 
, 5-H'* (HJ7J^n^fjv) ^>-vM;v] ^;v*y 2 ;W *t?n 

( (2S) - 2- |2- [N — 757] ^ h ) -T>^> 

- i , 4 ' - vf ^ v v y ztst 

1- (2- i (2R) - 2- (3, 4-y^nn7x-;V) -4- [3, 5 - fcf* (h 
y -7;v^-n^ ^>-y-f;v] ^e;v* y >- 2 --f M .x--7;v) *tfn [ (2S) -2 

- (2-fc Fn^yxfJfy) ] jyyy-i, 4 > - tf-^ y ^ >200mg(0. 27mmol) t ^ 
^ / -;l/7 5 >24^L(0.4ramol) SrfflWC||J&^ 3 6 t MfttKBUfc$:ft 1113^^/9611^ 

: 4 3 %) ^fife^H LTftfc, 

1 H-«am*BJ|X^ (500MHz, CDsOD) Sppm : 8.30-8.02 (3H, m), 7.87-7.06 ( 
7H, m), 4.28-1.50 (29H, m) . 

v max cm" 1 (KBr) : 2930, 2681, 1644, 1439, 1376, 1280, 1138. 
v^X^y" h )V (FAB) m/z : 788 ((M+H) + , 7U-#) 
5G*3Wfi (C38H43CUF6N3O4 • 4H 2 0^ LX) 

WJtfl[(%) : C:48.89, H:5.51, Cl:15. 19, F:12.21, N:4.50 

*»Hft(%) : C:48.75, H:4.79, CI: 15. 85, F:12.20, N:4.57 
mjtm : [«]d 20 =+52.5 (c=0.50, *?;-)l>) 

mmmA l] l - (2- | (2R) -2 - (3, 4-^nn7z-^) - 4 - [3 
, 5 — 1?* (f'J7^tn^f;v) ^>v^;i/] ^e;VjJn y > - 2 - -f ;v| ^t°n 
( (2S) -2- 12- [l?X (2-t Kn^yxfjl/) 7 5 7] xf*y| ) 4>jry 

- i , 4 ' - tr ^ y v y z£tt 

1- (2 - | (2R) - 2- (3, 4-^nn7x-^) -4- [3, 5 - fcf * (h 
V7;viD^f ^>yMf] ^;v*y >- 2 — W M *tfn [ (2S) -2 

-tKnJfy] "f>^>-l, 4' - fcf^y > ? >200mg(0.27mmol) t y'x^ 7 -;V7 5 >3 
3//L(0.35mmol)^fflv^T^IMM3 6 tmm^KB^^f^\ iffB^WOmg (JRsp : 3 9% 

^».i|XX^7h;V v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 1 
139 

-77 7^7 h;ix(FAB) m/z : 832 ((M+H) + , 7'J-#) 

[*ft«4 2] 1- (2- ! (2R) - 2- (3, 4-y^DD7i-)l/) -4 - [3 
, 5-tf* (HJ7;vto^fjv) ^-yVH fr] •=e;i/* y >- 2 ;W <x-f-;iO *t°n 

( (2S) -2- | [ ( j [If* (2-tFD^ryxf;V) 7 5 7} 75 7 

) ) 4' -t^'Jy> 

1- (2- | (2R) - 2- (3, 4-y^no7x^V) -4- [3, 5-1?* (h 
'J7;vtn^f;i/) ^>vM;v] y 2 ;W xf^) y;t°n [ (2S) -2 

-tKo^y] 4' -tf^y v >300mg(0.43mmol) *^b7 ^ l^5mLfclff 

#U yJc^TN- (^nn*;v^x;l/) V y7t- h 55^ L(0. 64mmol) £ftnx.7c 0 7jc?t 
T3 0*«m yi^-iV7 5 >61//L(0.64mmol)*iPx.^ W3 0»L/: o 

m-.mtt^^y/* *7-;i/ = 9/l) ^TffiML, 1- (2- | (2R) -2 - (3, 4 
--y7DD7ix^) -4- [3, 5-t?* (HJ7;v*n^f jv) ^yy^^] "t/nfc 
r/-2-^fiH -x^iO *t?n [ (2S) -2- ] [ ( I [ tf* (2-tKn^fyxf 
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>£223mg (JRSfS : 6 0%) #/; 0 
[0 12 5] 

Wbtifzl- (2- | (2R) - 2- (3, 4-y^nn7x^) - 4- [3, 5 _ 
¥x (MJ7;^n^fiV) ^>vM;i^] y >- 2 - 4 ;v( .i.^) ^t°n'[ (2 

S) -2- I [ ( I [If J* T5y] P&;V*~^;i/} 75;) # ,v 

4' -tf^U ^>223mg(0.25mmol) y -;i/4mL^v# 

^2@«Lf:„ #<btLfc^t:^^-9->J: «9#*S||U Hfa^%179mg (JRsp : 7 7 
% ) £ felt B B H i: L X #fc 0 

1 H-M^itq|^^^ (500MHz, CDsOD) 5ppm : 8.33-7.99 (3H, m), 7.85-7.06 ( 
7H, m), 5.34-5.20 (1H, m) , 4.15-1.65 (29H, m) . 

MttX^n^ v max cm" 1 (KBr) : 3394, 2931, 1764, 1646, 1474, 1376, 1281, 1 
138. 

jr^X^ h;V(FAB) m/z : 875 ((M+H) + , 7'J-f) 
Tum^Jf^. (C40H43CI3F6N4O7 -4H 2 0tLT) 

tHfffi(X) : C.-48.81, H:5.22, Cl:10.81, F:11.58, N:5.69 

«Hi(%) : C:49.02, H:4.92, CI: 11. 62, F:ll.50, N:5.86 
MJtm : [«]d 20 =+54.3 (c=0.50, 

1- (2- I (2R) -2 - (3, 4-y^nn7x-;V) -4- [3 
, 5 -if* (HJ7)Vtn7fjp) ^>vM;v] •t^/* V 2 — >f /u| j*tfn 

|(2S)-2-[(|[ (^e;v* V >- 4 --T;i/) 75 /| 

t+y] f ^>^*>-l, 4' -t^'Jy> W% 

1- (2- I (2R) -2 - (3, 4 nn y -4 - [3, 5 - if* (h 

'J7ii'tn^f^) ^^vM;v] ^e;u* >; >- 2 ->f M ^en [ (2S) -2 

-tFn^ry] r/r/-l, 4' - tf^V v>300mg(0.43mmol) t-=E;W-fr V >56^L(0.6 
4mmol)£fflV>T|dfeM4 2 ilM^50S=HTV\ «|5^^%240mg ( JRSp : 6 3%) £ 6 

*£«R*^h;v v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 1 
139. 

-?XX^<? h (FAB) m/z : 857 ((M+H) + , 7'J-#) 

[»I4 4] 1- (2- I (2R) -2 - (3, 4-^O07x-jV) - 4- [3 
, 5 -if* (MJ7;Hn7f^) ^jV*)jy-2-^i'| -i^v) *tfn 

I (2S) - 2 - [ ( j[ (tf^ij 1 -^;lx) 7?y| #;w-J?xwi/) ^> 

^ v] I -or^-i, 4 ' - tf ^ v y >- 

1- (2- I (2R) - 2- (3, 4-y^D7x^) -4- [3, 5 - If* (h 
■j7)Vtn^fiV) V 2 --f ai^;l>) j^tfn [ (2S) -2 

-tiKn^rv] -O^V-l, 4' - fcf^V v^300mg(0.43mmol) i: tf^'J 5> >64,aL(0.6 
4mmol)^ffiV^THMf!l4 2 t mmizRfc V\ ^|S-fb^t;l43mg (JRifS : 3 8%) £6 

55^WR*^MV v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 1 
139. 

v**'** h )V (FAB) m/z : 855 ((M+H) + , 7'J-#) 

[«M4 5] 1- (2 - I (2R) - 2- (3, 4-^nD 7l ^) -4- [3 
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( (2S) -2- | [ ( | [N — (2-tFndfyxf;v) -N-y.^7VT^y] 
-;W T5/) ***/\ ) 4>y>-i, 4' -fcf^y^y &$£L 

1- (2- ] (2R) -2- (3, 4-y^nn7x-;V) -4- [3, (h 
, j7;ViD>f;i') ^flyfrV > - 2 - J )V\ xfn [ (2S) -2 

-tKn^y] -f>^>-l, 4' -fcf^y v>300mg(0.43mmol) 2 - (^^;i/T^y 
) i^y-^52^L(0.64nmol)«:fflv>r^ife«4 2 fcRiai^RJ&4:^v^ fHf2it^l81mg 

(W : 4 8%) ^S-felt^t LT#fc 0 

1 H-II^*P,|^^^ (500MHz, CDsOD) Sppm : 8.34-7.98 (3H, m), 7.84-7.10 ( 
7H, m), 5.34-5.20 (1H, m) , 4.17-1.64 (28H, m) . 

fcW&tM*^* Y v max cm" 1 (KBr) : 3272, 2930, 1765, 1646, 1475, 1376, 1280, 1 
138. 

•^7,7.^9 MV(FAB) m/z : 845 ((M+H) + , 7'J-#) 
TtmfttffiU (C39H41CI3F6N4O6 -3H 2 0fcL-C) 

It#{t(%) : C:50.04, H:5.06, Cl:11.36, F:12.18, N:5.06 

*itt(«) : C:50.69, H:4.82, Cl:11.00, F:ll.66, N:6.20 

mytm : U] D 20 =+55.8 (c-0.50, y^y-^) 

M&M 46] 1- (2- I (2R) -2 - (3, 4-^Pn7z-*) - 4 - [3 
, 5 — H"y (F'J7;i'in>f;v) ^yy^;v] ^EJi/sfcy >— 2 — ;v( -x.^;i/) ytfn 
( (2S) - 2- I [ ( | [N- T^y] tfrtf-M r?/ 

1- (2- | (2R) - 2- (3, 4-y^nn7i-;V) -4- [3, 5 - feT* (h 
V7Wn>w) ^>vM;v] V >- 2 -^T;v} -x-f 1 -^) yt°n [ (2S) -2 

-tKn^y] 1 , 4' -If'*'; v>300mg(0.43mmol) ix^y-jVT^ ^39 

^L(0.64mmol)*fflV>T^JfeffiI4 2 RfllfcKtS&fi 1 IIfB^^Jl92mg (JR^E : 5 2% 
) £e&*iN|fc LTH*, 

1 H-^lt^#R!^^ h ;V(500MHz, CD3OD) Sppm : 8.31-7.98 (3H, m) , 7.90-7.10 ( 
7H, m), 5.24-5.11 (1H, m) , 4.15-1.65 (25H, m) . 

Y %> v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 1 

139. 

-?7s7,s<? Y )V (FAB) m/z : 831 ((M+H) + , 7'J-#) 
Ttm^-mt. (C38H39CI3F6N4O6 -2H 2 0tLT) 

ft Jf-fit (%) : C:50.48, H:4.79, CI 111. 76, F:12.61, N:6.20 

nmm.(%) : C:50.69, H:4.82, Cl:ll. 93, F:12.09, N:6.20 
Mitm. : [«]d 20 = +69.3 (c=0.50, * 9 J ~ fr) 

[IIM4 7] 1- (2- I (2R) -2 - (3, 4-^on7i-*) -4- [3 
, (h'J7JVtn^f;i/) ^>vM;v] -^v* y >- 2 --f M xtfn 

I ( 2 S) - 2 - [ ( j [ (-=e;v^y v- 4 -^T;v) r^yj iDvm-fr) 

I -r 1 , 4 ' - tf^y v> 

1- (2- { (2R) -2- (3, 4-^nn7x-^) -4- [3, 5 - fcT* ( h- 
'j7Wn^f;v) -=E;p*y 2 --f;v| .x^;v) xtfn [ (2S) -2 

-fcKn**/] 4>rz/-l t 4. -tf^?y i?^300mg(0.43mmol)4:^k^^V^5mLHSF 
»U fcifrTJfrft.*/!'*-/^ Vi/Tt- h63/iL(0.64nmol)*iD^^o »T 3 0 frm 
M^ ^;v*y >56 i uL(0.64mmol)*irax., SJtifrT 3 0 frffiWLtz 0 ISCSLlWS 

ffiTi£i**®*U #«btL7t^S^y *y-;v-7jtJ: ^M H H H U 1- (2- { (2R) 
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-2- (3, 4-y7nn7x-;V) -4- [3, 5 - fcf * ( h >J 7 D ^ ^> 
*)1>*V >-2-4 ;v\ *t?n [ (2 S) - 2 - ( j [ (^;w*y>- 

4 ->f fr-XJUft — JU) T?y] ^v) ] s(y*?y-\ 4 > -tf^iiy 

>*215ing (JfcJfc: 5 6%) f*fc 0 
[0 12 6] 

#£*L7tl- (2- I (2R) -2- (3, 4-^DD7xz*) -4- [3, 5- 

S) - 2- ( j [ ^-4 ->f ;i/-^;i/>Js^;i/) 7^7] ^-^v) 

] 4yyy-l, 4' -t°^V ^>215mg(0.24mmol)*^^y-;^4mL^v#t?L, 4&j£- 
*W^**if>0.5mL&;Dnx.fc o «ET*&*tf*U yxf ^x-f;K'2 0*iLA 
c #^«M£-\^>J; ^MftHU ^|2<t^%181mg ( JfcafS : 8 1%) ^^f B 
h. L- T* o 



1 H-««8*C#m.*^ MV(500MHz, CD3OD) Sppm : 8.31-7.99 (3H, m) 7 87-7 10 ( 
7H, m), 5.35-5.25 (1H, m), 4.21-1.68 (28H, m). 

fcft-miX'itYfr vmax cm" 1 (KBr) : 2926, 1741, 1645, 1455, 1375, 1281 1162 

■^TsTs^i; h ;V (FAB) m/z : 893 ((M+H) + , 7 V -#) 

3G3K5*#Hi (C39H41CI3F6N4O7S • 2H 2 0i LT) 
ftJUtOQ : C:48.48, H:4.69, Clill.01, F:11.80, N:5.80, S: 3 32 
nmm(%) : C:48.11, H:4.66, Cl:11.25, F:11.83, N:5.87, S: 3.38 

MJtm. : [ah 20 = +61.7 (c=0.50. DMSO) 

immm4 8l l- (2- | (2R) - 2- (3, 4-y7nn7i^) -4- [3 
, 5 -If 7 (b'j7^n^f^) *Jl/&V >-2-4 M *tfn 

[ (2 S) - 2 - ( | [ (7^7^-)!/) 7?y] #;V#—;W ] 4 y yy 

-1, 4' -tf^y~7> ' 

1- (2- j (2R) -2 - (3, 4-y^nn7i^) -4- [3, 5 - If X (h 
'J7;i/tn^;v) ^>vM;u] ^e;i/* y >- 2 ;W ^tfn'[ (2 S) -2 

- t K n * v] 4 y ? y - \ , 4 • _ tf^ 1; ^ >300mg(0. 43mmol ) tT>*- T7^2. 5mLJl 

^xmrnm^ i tmmKsu&^tr^ nfe^%70mg cw: 1 2%) ^aMH a H tu 

1 H-W^*q|^^^ (500MHz, CD 3 0D) Sppm : 8.35-7.97 (3H, m) 7 81-7 08 ( 
7H, m). 5.48-5.19 (1H, m), 4.01-1.70 (20H, m) . 

mmUx^<?h)U v max cm" 1 (KBr) : 2927, 1644, 1439, 1376, 1280, 1139 
MKFAB) m/z : 823 ((M+H) + , 7'J-f) 

7G3fc##rffi (C35H34CI2F6N4O6S • 1/3HC1 • 2H 2 0£ LT) 
Bfnm%) : C:48.22, H:4.43, Cl:9.49, F:13.07, N:6.43, S:3.68 
mmm%) : C:48.21, H:4.29, Cl:10.09, F:13.39, N:6.34, S:3.58 

MtfdSt : [ah 20 = +55.0 (c=0.50, DMSO) 

[^»J49] 1- (2- I (2R) -2- (3, 4-^nn7x^) -4- [3 
, 5-H7 (fij7;^n^f;v) ^>y*-f;v] >; >- 2 ->f ;W -x-f-^) *tfn 

[ (2 S) - 2 - ( I [ (N N N-^W^^^*^) T^y] #frtf=.n,\ t 

*>0 ] 4>y>-i, 4' -e^y^y a;gftffi 

1- (2- I (2R) - 2- (3, 4-y;nn7x^i/) -4- [3, 5 - tf 7 (h 
•;7^tn>^) ^;v*y >-2-f;H ^^;^) 7t?n [ (2S) -2 

- t Fn^ry] >f 7^>- ! , 4 • _ tf^,; ~7 >300mg(0. 43mmol) 

m2.5mL^fflv^T«^4 7 kmmzRj&*ff\,^ mWMk&WOag (JRsp : 2 5%) £6 
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1 H-4Mj?C*Gi|7^7 Yfr (500MHz, CDsOD) £ppm : 8.36-7.98 (3H, m), 7.82-7.10 ( 

7H, m), 5.35-5.29 (1H, m), 3.99-1.65 (26H, m) . 

? h >U v max cm" 1 (KBr) : 2954, 1643, 1473, 1375, 1281, 1138. 

-r^ 7 ^ 7 Y /U (FAB) m/z : 851 ( (M+H) + , 7 V 

5G*£-tfHt (C37H38CI2F6N4O6S • 1/4HC1 • HaOi: LT) 
ftJt4t(%) : C:50.57, H:4.62, Cl:9.08, F:12.97, N:6.38, S:3.65 
*iIJJfl(%) : C:50.45, H:4.43, Cl:9.12, F:13.31, N:6.24, S:3.71 

M^tm : [«]d 20 = +57.8 (c=0.50, DMSO) 

mmm5 0] 1- (2- j (2R) - 2- (3, A-V^uuy - 4- [3 

, 5 - kf7 (F'j7;vto^f;i/) ^77*^ 'j 7 - 2 — -1 ;vf .x^;i/) 7. fcfn 

( (2S) -2- I [ ( I [N — _ N _^^ T5 y] 

-;v| 7^/) ) ^77*7-1, 4' -t^yy> 

1- (2- I (2R) -2- (3, 4-^nn7x-jV) - 4- [3, 5-tf7 (h 
1; yfrj-u* ^77*7 ;v] V 7- 2 -7 M xf-^z) xbfn [ (2S) -2 

-tKn^y] 4' - Vf^U v>300mg(0.43mmol) t 2 - (^fJVT^y 

) y -^/uLiO.eiwmol) *m^rn$m 4 7 tmmKKJBZft^, }Ii3-ft^30mg 
: 8 %) * S^M H H H Lt#/: 0 

1 ll-m&M&m^^? hfr (500MHz, CDsOD) £ppm : 8.35-7.98 (3H, m), 7.84-7.06 ( 
7H, m), 5.38-5.23 (1H, m) , 3.98-1.70 (27H, m) . 

^^flX^ ^ 9 h )V v max cm" 1 (KBr) : 2928, 1642, 1473, 1376, 1281, 1139. 
-777^7 \- )U (FAB) m/z : 881 ((M+H)\ 7 'J -#) 

Tum^-mm (C38H40CI2F6N4O7S • 3H 2 ot lt) 

tfMit(%) : C:48.78, H:4.95, Cl:7.58, F:12. 18, N:5.99, S:3.43 
MWm(%) : C:48.52, H:4.40, Cl:7.81, F:11.81, N:6.22, S:3.21 
-mtfcm. : [«]d 20 = +39.7 (c=0.50, DMSO) 

[mmM5 l] l - (2-| (2 R) - 2-0, 4-y^nn7i-;v) -4- [3 
, 5-^7 (f')7;i/tn^f;i/) ^>vM;v] y 7- 2 -7 M 

( (2S) -2- | [ ( | [N — + 757] 7;l/*~;W 757 

1- (2- I (2R) - 2- (3, 4-v^no7^-;V) -4- [3, 5 -If 7. (h 
'J7^tn^f^) ^>7W;v] ^;i/*y 7- 2 -7 ;v| ^^;v) *tfn [ (2S) -2 
-tKn^y] 7 77*7-1, 4' -tf^ij v>300mg(0.43mmol) U^7-;V75 >39 
^L(0.64mmol)^ffiV^T^WJ4 7 t |SJ#KEJS*?r Mfe^t/67mg ( W I 1 7% 

) *&&&&t Lxmzo 

1 H-^$£^hq|7^7 hJP (500MHz, CDsOD) Sppm : 8.31-7.97 (3H, m), 7.78-7.03 ( 
7H, m), 5.37-5.20 (1H, m), 3.98-1.68 (24H, m). 

f^ERJR.* ^ 7 h v max cm" 1 (KBr) : 2927, 1642, 1475, 1376, 1281, 1138. 

v^7^7 MKFAB) m/z : 867 ((M+H) + , 

Ttm^ff^. (C37H38CI2F6N4O7S • 2H 2 0i LT) 
ftjf>fit(%) : C:49.18, H:4.68, Cl:7.85, F:12.61, N:6.20, S:3.55 
mmiM(%) : C:49.10, H:4.45, Cl:8.53, F:12.67, N:6.23, S:3.29 

mytm : [«]d 20 = +47.6 (c=0.50, DMSO) 

[*Mf!l5 2] 1- (2- I (2R) - 2- (3, 4-y^DD7x-ib) -4- [3 
, 5-^7 (h'j7;i/tn7fjv) ^>v7;v] ^e;v* y 2 -A M 7 tin 
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( (2S) - 2- j[ ( | [tf* 75^] TWWIwW 75; 

) ) > ^ > - 1 , 4' -tT^yy> 

1- (2- I (2R) -2- (3, 4-^DB7i^) -4- [3, (h 
, J7Wn^f^) ^^W^] V ^- 2 ->f ;v| j.^-^) *t°n [ (2S) -2 

-fcKn**>] jyjry- 1} 4 > -t;^i; v>300mg(0.43mmol)t^^^y-;^T5 >6 
l^L(0.64mmol) £Jf v^T^#felJlI 4 7 fc ITOK^RJ&fcfrV^ ^IIBfb^-%60mg ( W ' 16% 

^M^^Ml/ v max cm" 1 (KBr) : 3406, 2930, 1733, 1643, 1473, 1376 1281 1 
139. ' 

v**^ hMFAB) m/z : 911 ((M+H) + , 7'J-#) 

t*i^5 3] 1- (2- I (2R) -2- (3, 4-y^DD7x-*) - 4- [3 
, 5 -if* (h'j7;vtn^f;v) ^>vW;v] ij > - 2 - >f ^f-;v) *tfn 

I ( 2 S ) - 2 - [ ( I [ >- 4 _^ ;V/ ) r-b^;i/] T^J\ % Jl/i$=.fr) * 

^v] I <{>jr>-i, 4' -tf^yy^ 

1- (2- I (2R) - 2- (3, 4-y^nn7x^) - 4- [3, 5 - If* (b 
l J7^D>fA') ^>yM;v] -t^y >- 2 — f 7V} .x*-/i/) *tfn [ (2 S) -2 
-tKn^v] j>y>-l, 4' -If^y 5>>300mg(0. 43mmol) if- 1/ >5mUCi# 

»U 7jc<tTN- (^n7*f^) ^ VyTf- h55^L(0.64nmiol) *inix.feo 7jc?tT 
3 OWf> -t/Ufc'J ^56 / /L(0.64mmol)^7Jn£, MT3 0»L/: o ifiCIL 

i i$ffif*£M^ 1 3B5taLHWcH tIc, i^fn^7jc-ejiii^?f-L, i^Miife^ b y 

L?to «)±T«£®3:U #kfr7t^£iUf ^nvb^T^- (#iti»«t:^b^ 
7U>/jt?s-)i,=9/i) KTfiMftU 1- (2- ! (2R) - 2- (3, 4-v^nn 
7^^;v) -4- [3, 5-fcf* (f'j7;vtn^f;v) >- 2 - 

^i-jv) x\£u \ (2 S) -2- [ ( | [ (^;w*y >- 4 --f;v) 7-fe-?-;v] 7 
5>M I > ^ > - 1 , 4' - tf^y v>-£248mg (JR3*5: 6 7% 

) »fco 

[0 12 7] 

nhixtzl- (2- 1 (2R) -2- (3, 4-^DB7x-^) -4- [3, 5- 
(h'j7Wn>f^) ^>vM;v] -t/usfcy >- 2 -^;i/f xt°n'j (2 

S) -2 - [ ( j [ 4 7 5y| 

) -f^^-l, 4' -tf^y > ? >248mg(0.29mmol)^Ji^y-;i/4mL{C^L. 4Sg- 
«r^^>0.5mL££nx-£o iETtl^f^L, yxf ;vx-t;UT-2 @*iL7c 

0 #£*Ltf:3«£^*^>J: >9#*iNIU SI5fh^224mg (J» : 8 4%) £Sfe*jMi 

1 tt-mm^&mx^? MK500MHz, CDsOD) Sppm : 8.34-7.79 (3H, m), 7.86-7.11 ( 
7H, m), 5.35-5.27 (1H, m), 4.55-1.66 (30H, m) . 

MWXt;^^ u max cm" 1 (KBr) : 2932, 1785, 1719, 1644, 1475, 1376, 1281, 1 
137. 

v**^^ h;ix(FAB) m/z : 871 ((M+H) + , 7y-#) 
TC^^if'fi (C41H44CI4F6N4O6 • 3H 2 0£: LT) 

Wt##(%) : C:49.31, H:5.05, Cl:14.20, F:11.41, N:5.61 

mmm%) : C:49.21, H:4.91, Cl:14.76, F:11.62, N:5.64 
tfeytm : [«]d 20 = +59.4 (c=0.50, ^*y-;v) 

[Mf!l5 4] 1- (2- j (2R) - 2- (3, 4-^;OD7x^) - 4- [3 
, 5-H^ (HJ7Wn^f;>) ^>yv^] ^;i/*y ^- 2 ->f;i/} J.f-;v) *h°n 
j (2S) -2- [ (T^y^;v^-;k) ( Jyyy-i, 4 > _tf^yv> 
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1- (2- 1 (2R) -2 - (3, 4-^nn7i^) -4- [3, 5 - (h 
y -7;v^n^ ^/w-fc y 2 - -f ;v( x.-f-A') *ifn [ (2 S) -2 
-tKn^fy] -f^~>-l, 4' - If ^ U v ^300mg(0. 43mmol) t T T7)clmL£Jl 

v>T^tsj?!)5 3 tmmzKj&*$f\,\ nm^m3Amg (um : 4 0%) ^e-feMUfc.L 

**MRJR.X'** 1* A' v max cm" 1 (KBr) : 2928, 1726, 1645, 1438, 1376, 1281, 1138. 
•^7,7^.9 h )V (FAB) m/z : 744 ((M+H)\ 7'J-flt) 

[*I«5 5] 1- (2- j (2R) - 2- (3, 4-^DD7z^) -4- [3 

I (2S) -2-[ ( l [ (if^y py- 1 ;v) r-t^;v] t<j\ * 
* ->]} 4 i , 4 ' - if^y y> tiS 

1- (2- I (2R) -2- (3, 4-y^nn7x-^) -4- [3, 5 -if* (h 
'J7;vtn^f;i/) ^>VM;i/] y 2 - W ;W *tfn [ (2S) -2 

-t Kn*->] 4>y>—l, 4' - tf^y v>300mg(0.43mmol) t tf^y ^>64/^L(0.6 
4amol)*fflV^-r*Jfe«5 3 EMfcfcRt&fcffv^ =fIIS^%217mg ( JRs*S : 5 6%) 

MW7^n)V v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280,. 1 
139. 

-^77^7 h ;V (FAB) m/z : 869 ((M+H) + , 7'J-f$) 

1- (2- 1 (2R) - 2- (3, 4-^nn7x^) -4- [3 
, ( h T J y^^ru^. ^>vM;v] -=e y >— 2 — >f ;v| •x.-f-zi') *tfn 

I (2 S) -2- [ {2-* F^fyxf^y) ^ [ ^ 1, 4' -if^y 

1- (2- I (2 R) - 2 - (3, 4-y?nn7x^) -4 - [3 , 5 - tf * ( h 
'J7)Vtn^fjv) ^>v"-Oi/] -=&;v*y 2 ->f ;v| ^^;v) *tfn [ (2S) -2 
-HKn^rv] -f^^-l, 4' -If^y v>300mg(0.43mmol) t 2 h^~>^ V* 
^WniJ K73^L(0.64Bmol)*fflv>-C^BSfe«2 7 a fc fflfilfcRiS*??^, «ie^ 
%110mg (JR* : 3 4%) ^fifeli^fc LT#7t 0 

aN^JR*^ h TV v max cm" 1 (KBr) : 2926, 1645, 1472, 1375, 1280, 1137. 
^77^7 h )]/ (FAB) m/z : 789 ((M+H) + , 7'J-f) 

[*iW5 7] 1- (2- 1 (2R) -2 - (3, 4-7^Dn7i-JV) -4- [3 
, 5 -if* (h')7;vtn^fjv) ^>vVjv] ^/u* y 2 M xfA') ^vfn 

[ (2S) -2- (^^y^^'y) ] ^>r/-l, 4' -tf^yvV 

1- (2- | (2R) -2- (3, 4-^nn7x-;V) -4- [3, 5 - tf * ( h 
'J7^tn^f^) ^?>vM;v] -tTV^y 2 -4M 7\£u [ (2S) -2 

-tFn + y] 4' - tf^y v>300mg(0.43mmol) t 7 o 

i-7 s -^49^L(0.64nmol)*ffiV»THJfeffil2 7 a HlfcKRJSfcfrW llfa^%121mg ( 
W : 3 7 %) ^fife^ H H H Ltfffc. 

y max cm" 1 (KBr) : 2928, 1646, 1472, 1375, 1280, 1139. 
^77^7 Y )]/ (FAB) m/z : 745 ((M+H) + , 7'J-#) 

[##« 
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[##001] 1- 12- [ (2R) - 2- (3, 4-^nn7x^) - 4- [3, 
(2S) -2-tKnJpy] jyjry-i t 4' 

[##Jla] 2- | (2 R) - 2- (3, 4-^^on7x^) -4 - [3, 5- 

2-.[ (2R) -2- (3, 4-^no7i-;V) V > - 2 - -f ;v] x-9 J - 

;V (*H#^6 1 5 9 9 6 7-^HJ?|ffl*\ EXAMPLE 51(d)) 5. 60g(20. 3mmol) *mt* * V 
>(60mL)£$gfl¥U h 'Jxf^T^ >2. 83mL(24. 3mmol) £ftPx. 7^0 zfOtT 3 , 5 - tf^. ( 
h 'J y)V*u*7-)V) ^>vM n >J K5. 60g(20. 3mmol)2StU<\ 4-y^f;V7^t: 0 
U v>248mg(2.03mmol)^.*n£. MSf#ffl$TF, 2 B#P^1# L/c 0 SlfciSfcTfcfcin 

^^t^/SSxf^ = l/l)C «£ ^ffiiLT. 2- j (2R) - 2- (3, 4-v^n 
D7x^jV) - 4- [3, 5 -If* (Hj7^to^fjV) ^>vM;v] */Hfcy>-2 
->f/l/| J^y-;V5.68g : 5 4%) £#fc Q 

[0 12 8] 

# f>a/;7;i/3- ;v#5. 68g(llmmol) fciBtf fc* ^ V > (60mL) U S*#ffl^T\ 

h i; j^;v-t 5 >2. 3mL(16. 5mmol) £l)Px, zMtT^ * n ij Kl. 02ml (13. 

2mmol)£iPx., ffl*#H^T, ^ffiKT30^WSI^ Lf: Q BOSft^TK^flPx., »f ^ 

^;v = 3/2)tcj: i9«^LT, «|B<t^%6.09g (TO: 93%) fc#fc 0 

1 H-;RflB&C#?*i.*^ h/I/ (400MHz, CDCls) £ppm : 8.05-7.71 (3H, m), 7.70-7.29 
(3H, m), 4.56-4.19 (2H, m) , 4.08-3.23 (6H, m) , 2.95 (3H, s) , 2.52-2.16 (2H, m) . 
h;V(FAB + ) m/z : 594 ((M+H) + ) 

[#filb] 1- |2 - [ (2R) - 2- (3, 4-y;no7x^) -4- [3 
, 5-tfx (h'J7;^n^f;v) ^W^] •=E;i/^U >- 2 -x.^;v| *tfn 
[ (2S) -2-tFn^->] ^ > ^ > _ 1> 4 ' -tf^i;^>] 

#tfll aT?#5>*ifc2- i (2R) -2- (3, 4-> f ;nn7xx;v) -4- [3 
, 5-fc?* (f'j7Jl/tn^f jv) ^OVM^] ^fr&V >- 2 -4 )V] ji^y-;v ^ 
M26g(212mmol) £v^5^7^r 175 K1300mLfci£#U R^tK*^" 
MJ <7 A26.7g(318mmolK 3 ■Mfc* U * A52. 8g(318mmol )&£>** tf n [ (2S) - 2 - 
Ktt^v] 4' 43.1g(212mmol)^SPx., 80°C ^T8Bf F^tft 

g£-> V *^;v^n-v h 7 4 - : I£M^;iV^ * y -;v = 100/1) ^ J; 19 ft 

ILt, «lBffr&"Wl29g (MM 8 7%) &fife#N£i&t§:@#fc LT&£ 0 

1 H (500MHz, CDsOD) <?ppm : 8.35-8.20 (1H, m), 8.06-7.99 
(2H, m), 7.81-7.28 (3H, m), 7.24-7.04 (4H, m) , 4.54-4.40 (1H, m), 4.29-3.04 (8H 
, m), 2.72-2.37 (3H, m), 2.30-1.58 (9H, ra). 

MllU^7l^ 1/ max cm" 1 (KBr) : 3448, 2923, 1645, 1473, 1375, 1280, 1139. 

-7**^ YJP (FAB) m/z : 701 ((M + H )+) 

7C***rtt (C34H32CI2F6N2O3 • l/2H 2 0i LT) 
WIMt : C: 57.47, H: 4.68, CI: 9.98, F: 16.04, N: 3.94 
HS9ffi : C: 57.76, H: 4.63, CI: 9.54, F: 15.78, N: 3.86 

m±m : [«]d 20 = +37.20 (c=1.00, *9S-)V) 
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WMW l ] M 

»1 5 ?L|f 8 9 5 giitCh^tnai/f^^ ioo g*7 

^Jfcfli 3 <Dft&® 5 g , ?LM 8 6 5 g & J: tff&S^ t Kn^y^D^H^n- 
* 10 0 giil^Lfct, 1 0%t Kn^v^n^v-fe^n-j^Jt^ 3 0 0 g 4- in 

[*3W« 3 ] ft&jffl 

WJ5«Mi 5 g, ?LM 9 0 g, h'Jtnaw^ 3 4 g , f£ H B H -{?;v n 
2 0gt > J:^f7r/|vny^A 1 g * 7* V > ^-"CS^ Lfc& % 
"CfTft-t * £ t K J: J? , te^'JW e? ^* o 

mmm e w 1 o % ( w/w) > mt^< >t>az^A^o. 04 % ( w/w) 

, 7z^fJl/7A/3-^0. 4 0% (W/W) , Jfi|»7K3&*8 9. 5 6 % (W/W) & 
[»JM5] P^Affl»J2 

*Mfll3 lO-fk^W^l 0% (W/W) , ffl-fk^^if^a-^A^O. 0 4% (W/W 
) „ #iJxfi/>H3-W10% (W/W) „ 7°n tf n-;v^3 o % (W/ 

W) , fMBWctf*3 9. 9 6 % (W/W) «t ? Kifcffl*PUH-.& 

[»JM 6 ] RAffltfc&U 

3 2 (Dik&mWA 0 % (W/W) , 7^H7^6 0% (W/W) J: } 

[»J^!I7] jc.TV*-;^IJ 

^J3 3(7)MW S 1 0% (W/W) , V/^>^0. 5% (W/W) . 7n>n 
3 4 . 5 % (W/W) > 7n>i2#55% (W/W) fc & * J: ? j&7 V- £il 

mmmi 

1 ] NKi g##8r'frttlfc (in vitro) 

<ttWri!itR*o^«> 
Hartley ^itt*^^^ h Ojffi «£ <9 fflJEM^^^M Lfc 0 SP*», ^nn*^Ag»TK 

[0 12 9] 

ttffljfttttttf&a (50mMhV^-«, pH 7.4) t*mfHLLti^ «J U It % &ffr& 
[0 13 0] 

**S>*-hJ:lK Nn^r>a (50^m) ilCT, &8fc!fc £ U M^ftm 
Ltz (3 0, OOOXg, 3 0*, 4°C) 0 
[0131] 

^ V y Y 7jc*««y (10mM EDT AXO^OOmltifrflsa V * A « ) jcS 

#jBU 4°CT\ 6 0$3»»ttLfc&, 2mm<km$Lfz (30, 0 0 0 X g> 15*. 4 
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°C) o 

[0132] 

Umm^h it , -ffiffl ir 2> £ x- , - 8 0 °C L £ o 

M&Mjt, [ 3 h] --^-r^^^^p (m%-mmirM) (om^m-m^ (somMh v*- 

pH 7.4, 6mMiM^>#>, 800^g/mL BSA. 8^ g/mLdr^^ ^ ^ 8 M g/mLu 
A-^-f^-y^ 80 ^ g/mL/t yF9y>, 20 ^ g/mL* ^*7?K>) H , fiJ»J8MH*$e250 ^ L 
^iDx., 3 0^^ >^rjx^- h Lfco 

[0133] 

MfStlL gftirlslilfi (Brandel tt) £JfV^T, G F/B ^9^iljiff 7 ^ ~ (What 
man ft) ±Kmm^ EUR L?z 0 
[0 13 4] 

ffi, ^#M^*©<*qix.-g,7ta6, 0. 1%*°V ^ V > A 5 >«fe 

[0 13 5] 

a > • ij y y ? - (s<y?-? >*±, L S C 3 5 0 0 ) KT;ft«1&tt£M5e 
[K^ffl 2 ] N K 2 ( in vi tro) 

Hartley ^Utt^^ y hO0Jj§J; ^ ffifltW^ffM L£ 0 ^D*W«T 
iz, B.U±mfk£ *)1fcik]&L, M^frizMMteffitHLizo 
[0136] 

mmwa (5omv v x-mm, pH7.4) *-e«j?&. hk, mwmp (uosMmti- h u 

[0 13 7] 

*^v*-h£l9, t^n/^r/a (50^ m) jlllCT, U &<k#«t 

Lfz (3 0, 0 0 0 X g> 3 0^ 4°C) 0 
[0 13 8] 

^ V -7 h * , 7&%mmWL j (10mM EDTAS O^OOmM^fc # V y A #^fjgflfftS « ) |:H 
#iSU 4°CT\ 6 0^§f 2 0^t5fe^L7t (30, OOOXg, 15^ 4 
°C) o 

[0 13 9] 

ffiltSiT?, -8 0°CT"f*#L7to 

[ 3 H] -SR-48968 (TvyUtt, *^iKlnM) <Z5?I^i£250 
//L (50mMM; ^-il@£, pH 7.4, 6mM^kv > if 800 ^ g/mL B S A, S^g/mLM^ 
8^g/mLn^^7°^>, 80^ g/mL^ ~> h y v >\ 20^ g/mL* ^ * 9 5 K>) 

[0 14 0] 

SSfrdft&gtt (Brandel tt) ^JlV^T, G F/B Vy7.Wm.-7 -i ;i>* - (What 
man *±) ±KIIj£:8-£ 0J& Ltz a 
[0141] 

, ^4B#r»MSLTfflV^7to 
[0 14 2] 
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ft^^V-i/a ^ • %ryy?- (^y^^yn, LSC 3 5 0 0) KXfo&tffi&ifflfe 



[kim* 3] m.mmm±%m<Dm\mm (in vivo, mnn^) 

^yY) £fflv^ NKi S##fpftj||-e&& substance P (SP) ti&^MM'&ycM 

30mg/kg, i.p.) (Evans blue : 40mg/kg, i.v. 

) ^S4L, I^CSP (1/^g/kg) S-fl-aiit^iita^ iflL^MttO/Cii^^ 
feLfco 1 5^m, *}V^y ^^nn,t;^g||T(;^$^ ±&W*Bfi: |:»tB L tz 
&**£Haradav£ (J. Pharm. Pharmacol.' 23, 218(1971)) tc^o TiiiJ;g1-& 0 WiMty) 

[0143] 

o 

[ftfi^U] %mm<D^f$mm (in vivo, tSP^#) 

^JiXilojxpfijf^fi^ tt^iK7 h (MsoogBfr^ h 

) £JfV\ NK 2 S##^«/^Jlr*.^ neurokinin A (NKA) ^ J; & ^atJRMf fcfcj-*- £ ^ 
^^^/OjCpM^J^^Konzett-Roessler (Naunyn-Schmiedebergs Arch. Exp. Pathol phar 
makol. 195, 71(1940)) «Cii:T, J*UtF*n±£^£ d ttfXZ 2> 0 

[0 14 4] 

fiP^, (30mg/kg, i.p.) X~Bm L?z* y h - U 

(gallamine 20mg/kg, i.v.) T*IL/;|1 i£^/H;8mL/kg, 6 
0 U/ft<D R&EEB^K (Ugo-Basile Biological Research Apparatus, Cat. No. 7025) 

(B*B«lIi#^±, TP-200TX{iTP-400T) ZftLxmm, (0$)fellt 
^fe^tt, AP-601G) LT, Vr?-^- (B*jfclli^#tt, WT-645GX«WT-685G) 
^ B eiii-^ 0 Thntf> (lmg/kg, i.v.) S^Yn y n (lmg/kg, i.v.) TrfuM: 
SIU 5^^NKA«:4 / /gAg#jmF«3S#LT^;3tJRM*^feL, atlO^^I 

[0 14 5] 

[Rlfcffll 5 ] N K 3 ( in vi tro) 

<mm.wm*<owwk> 
^~ h is-^mn^^^y bom* s.m»^f«L7to 

[0 14 6] 

J: ^iufoJi:?B£^ Ui^lfi,, (50mMM; pH 7.4) t?M^> 

*°Vhn> (Kinematicatt) &JBv^T*^E yt'f X LfciL If-VR 
^t'fny^ye/a (50^ m) T?MLT, MM£P£*U (30, 0 

OOXg, 3 0^ 4°C) L£ 0 %hfltz^Vy Y (Mfaft) £«1t« 7 (lOmM E 

d t kRTfzwmmt ij y t> a -g-* asam « ) $ ^ 4t -?\ e o a-him l tz& 

, M'kfrM (3 0, OOOXg, 15*, 4°C) iZX *) 2 ®m&L?z 0 ZMmmWLaK 
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KJBfcm^&UWi^li, *fe*»tae>, 5mg/ml •> vjMfT^TS; > (B S A) 
^mWUaX^fSkMLtZo [ 3 H] -^99 A h\ 6mM J&it^^V, 800/ig/mL BS 
A, 8^g/mL ^^E^^f-y. 8 ju g/mL n^^y^-v, 80 g/mL /ti/ h y */ ^25.^20^/ g/m 
L 5 K>*^ffl.Iif « 100/uUC, 400//g/mL BSAt ^ri" 2> WkMWL a 1 

50//L&«4&»&Jn£, JK«LI8S«?# (^>^°^«K^lmg/mL^f|^L^^O) 

250 yW L^Snx.T^JS«-^^L7t (^<75^§, MJS^it'^ [ 3 H] -^>^NK^)fii 
J£i±. 2.5nM-e&£ 0 ) o 
[0 14 7] 

MUX\ 6 >*x.s<~ Y Ltzfe^ SmAMmW (Brandel ft) £jfv^T. 0.1% 

sKy.x^w>f 5 ^T^Bf^m-LluMS^^T-o^GF/B^^^l^li^^ (Whatm 
an ft) _t Id EUR U iKOvLfzmWWLS (400 AJ g/mL B S A^i^O. 01% Kfv^ 

b'JfA *^1r2, 5mM h V ^ pH 7. 4) 5mLtr 3 m»L/c 0 

[0 14 8] 

MJ&^Mt^LfcG F/B ^9J^lili-7 4 tfa^n- 4mL£-g-tf 5 - y°y x 

f 7 ^ /^M t L, ft#y >f^-ya>A^>^- (7n*ft, LSC 3 5 0 0) 

[0 14 9] 

[ 3 h] v<D$mmm& (^m-mmmm w ^7 * ?v ? - & to 

^-^IS^) KJ:&;felt^4£ftl&*:a6^ slf -fr y ? $ 4 K : io^M) * 

[0 15 0] 
[0151] 

(%) - [1 - (C-A) / (B-A) ] X 1 0 0 

a : x zwcMmn 

b : mmmzmu^irKft^fzmfi^&tf2>mm& 

c : mmm*mvi^tzm%\~&tf&mm'\ko 

imme] m.^m.M'\^jhM<7)mmm (in vivo, m%m%t^) 

»I?:511M$^^3 - ^ Cii L> (0. 2-0. 25mL/body, i.p 

.) J»T\ 0.5mL/kgOf#?££^WftS-5-flA (1A-1B, penn-century. IncM) %m^X^ 
)U^y h (#m400gl!uf^ Hartley^litt^^^-y V) izB^^LfZo »$£-^Ef& 
> T^M fIJ;f)x;tvx7jl/- (40mg/2mL/kg, i.v.) . ^tNKi S##:T 

rf^^ YX&Z,if?7? y^P (l^g/ZmL/kg, i.v.) £&#L;£o 
[0152] 

^•7*7.9 y^?$m-\ 5^kKRm^7x^mw.^^r, mux v^wzmcmm&L 

tZo ffitB Ltz±^^^Tt h y to. 5% Na 2 S0 4 ©7 : 3 ?£^S4mL^^ 2 4B$mUL 

x&mzmmL, mmm^mtst (od 620nm) ^m^tz 0 

[0153] 

mmm7] ^mzmcopmmm (in vivo, m%m^) 

tf^^n (Msoogttim, ^- h v-Mtt^v^ h) ^ffiv^ NK 2 » 
hT-*^ neurokinin A (NKA) \ZXZ> \tzM~i~ %> WtOfpffl £Konzett-Roess 
ler (Naunyn-Schmiedebergs Arch. Exp. Pathol, pharmakol. 195, 71(1940)) O^&^r 

[0154] 

^ y h )V tf * - ;v (50mg/mL«, 0. 40-0. 50mL/body, s. c. ) XM-Wt Ltz^J^Ey M~ 

mm$2 005-3028455 
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Bm*=.sL~UltmMLtZo £tz, (l00U/mL) 

Lfco ^fev^\ * 7 5 > (gallamine 20mg/kg, i.v. ) £$&4-U g3W®.£# 
iLLfc^ il^/H'lOmL/kg, 6 0 ®/frcom&¥®. (Ugo-Basile Biological Research 
Apparatus, Cat. No. 7025) *ML?z 0 AXHf IfO^lfiJili, *t1ff* - j. - 

L fzJ±U h5>^fa-t- ( B TP-200TXi±TP-400T) \Z X 

tftfcfflU ±ite (B**lIIMMi, AP-601G) LT, (H^lltft 
*^ftt. WT-645GX52WT-685G) KfE&LTto 5ttH*JJ£i3 J; ^IfiLffi^ttgfc^^ Lfc8L fit 
*^3liR«l*KMethacholine*10/£ fit/kg (100^g/mL, 0. 10mL/kg) LT^CilKfStt*- 
JtBlfco ^<^TOKJS^#<btL^^o/t^^ MKMethacholinefc^g/kg (120 M g 
/mU O.lOmL/kg) LT3fatRj£1£*flHB Lfco ^jt^JSttH^ 5 3^KNKA 4/u g/kg 

fcLfzo 

[0 15 5] 

»%K{i5°/o^;V3-^wl^v«L, 0.5ml/kg^igifc£&«rt&-£SM. (1A-1B. penn- 
century. IncM) *MV>T*Clf |*3tt# Lfc«, 
[0 15 6] 

NKAfe^l 0^KOdfiP^jtf*lJ±MM*NKAil^itMo5^i: U control^ (5 
[0 15 7] 

h ^%mmmmm±^xr com t)x~&-?tz 0 

[0158] 



mmtoK (%) 



«f!l6 


10^ g/kg 


97 


$kMW]3 1 


10/i g/kg 


82 


HJ&fll 3 2 


10^ g/kg 


89 


nmv ii 3 3 


10// g/kg 


93 



[j^*±<7^IJMnrt!?tt] 
[0 15 9] 

*3PJ?<7M ^^y-;vi§2>#:«, N K i , NK 2 S^NKs §t#Of^ti:^LTt 
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mm] 
mm] 

mi] 




(i) 



[R 1 , R 2 : MtnT (^r-n) 7'J-;K R 3 :-CO-R 4 , -CO-0-R 4 f 

R 4 : t;v^;k ->^th^ a:ch 2 , co, so 2 , b : JMS-g^ 
D : m*. ch 2 , E : r;v*v>, r;v<>--v>. n:i-3] 



tiifE# 2005-3028455 



#If 2004-049255 5> : 1/E 

&tfrmm<0&% #H 2004-049255 

^fWf- 50400301340 



S^t &Sffl^±J£ 0 0 9 4 

H • 16^ 2^2 6 3 



mmU] ¥J&16^ 2J325B 
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mm 2004-049255 

m m a m m m m 



W-W [000001856] 
1 . 0 1 9 9 0^ 8 1 5 0 



tB|I#f tbfEiff 2 0 0 5 - 3 0 2 8 4 5 5 



